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(57) Abstract 

Compounds represented by general formula (I), nontoxic salts thereof or hydrates of the same; and peroxisome proliferator-activated 
receptor regulating agents containing the same as the active ingredient, wherein each symbol is as defined in the specification. Because of 
having an effect of regulating PPAR receptor, the compounds of the general formula (I) are useful as hypoglycemic agents, lipid-lowering 
agents, preventives and/or remedies for diseases associating metabolic errors (diabetes, obesity, syndrome X, hypercholesterolemia, 
hyperlipoproteinemia, etc.), hyperlipemia, arteriosclerosis, hypertension, circulatory diseases, overeating, ischemic heart diseases, etc., HDL 
cholesterol-elevating agents, LDL cholesterol and/or VLDL cholesterol-lowering agents and drugs for relieving risk factors of diabetes or 
syndrome X. 
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(VI) 
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Titz li MffiT £ tt & alS s v V * y ;u * it it <r 4 & v y * v 7 a * ffl v> £ 

<D&, 7>*-*Affi, £9*ttKfr£3ft*#«7 5 > (fb7^W^ 
10 -7 A, hUxfji/7§>, y^W5>, v^n^>^;w 

75 ^W*T5>, 7x*f-;l/7 5 t'^'Jy>, ^yx^-^y 

-ft* (I) r*S;fc**»imb*»tt, ^«-e|iit^^Mi: 

25 -ft* (I) ^?*L*»^k^^PPAR5£»Wl^flHt*^t*i 

PPAR a7^ hffitt, PPAR7 7^-X hffiftis J: tfP P A R 8 7* 
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5 v K, SfcttTwo-'W ? FyXfAtfftt^otv^fa^fflL/c, 
^v^*±~t£ (TK) yDt-^-iEWy7x5- tf&ft^f&S 
^**-£LT\ PicaGene Basic Vector 2 SMS>f >*tt f #*n^ No. 

309-04821) frhfr^7 ^7--¥mi&&B3- U TK^n^-^-^t 
OpTKjS (?n>f y^tt, *^n^No. 6179-1) tf>f>t&g<|/h?>:/tt^E- 
10 LTTKyn^e-^- (-105/+51) XSeTO;Uv7ji7— ^afg 

fH^^^-pTK-Luc. fcft&L£o T K7*n^- * -±«tcg£#© 
I^B^ti^Ga 1 4gG4>t&8FE?!k U A S * 4 mil *>jgL£iW> 
>t-ee^J5:3fAU 4 XUA S-TK-L u c. fcflMBU U*°-?-AfS 

15 Efl|#-!§-l : Ga 1 4Sa^K^J^M0igL^JE.>/N>^-E?iJ 
5 , -T(CGACGGAGTACTGTCCTCCG)x4 AGCT-3' 
IfG a 1 4 I60DNA«mo*A/#* i/^Si:afi$§ft:i: h P 
PAR a, 7 *tz\i$&&ftw)#> Ktt^tt*lfc*3*fc*;«?»fl« 
6 t & ^ * * - * «fc 7 fcflijft L o -T & fc> *> , PicaGene Basic Vector 

20 2 (igp n q£, 3|C#>f >*tt, *^n^ No. 309-04821) tS#f&S^*-fcL 

G a 1 45SODNAift^*, 1#B**> 1 4 7#B £ TOT ^ / &@S?iJ 
Sra- K-t£DNAT«Kfc hPPAR a, 7 Z1Z\tf&fcW)if> YUfcteft 
25 i$L £ 3 - Ki- £ D N A 7 - A ^ J: 9 £ L T , PicaGene Basic Vector 2 
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1f> K»^K*07 < /5fc*B»Cli S V- 4 0 T-antigen&SfcO^fTV^^K 
Al aProLysLysLysArgLysVa lGly (@B?!l#^- 2 ) * 

5 xvxt LT, <Y >7;i/X>-»f <^/\v^;Wf-->xif h-7\ TyrPro 
TyrAspVa lProAspTyrAl a (EBI#-t 3 ) t tiffl&±? K 
>*JI»cB1-*J:dfcDNAEfllfcLfc. 

thPPARa, 7 tt:i±8§&fc<DV1f> LTfflv*fcflfcgat 
f5^-g&55ii, R. Mukherjee f> (J. Steroid Biochem. Molec. Biol., 51, 157 (1994)#BB) > 
10 M. E. Green h (Gene Expression., 4, 281 (1995)#83) „ A. Elbrecht<b (Biochem 
Biophys. Res. Commun., 224, 431 (1996) # M £ tz li A. Schmidt^ (Mol. 
Endocrinology., 6, 1634 (1992)#BS) tefSfSt £ H^thPPA R£$tftf>fl|j6ifc& 

khPPARd'J^ Kfir^-SItt: S e r^-Ty r** 

15 fchPPAR7V#> K*S#0* : S e r 176 -T y r 478 
thPPAR^jr/ K#S^«: S e r 139-Ty r*» 
(fc hPPARyi^, r- PPAR7 2^-CliS e r 204-T y r 506 

£*l£^Kttt -I"'* <> PPAR'JT/ KIS^ttfcfcfcL 

20 fcGa l 45G<BDNAi£'&««, ll'B^'b 1 4 7#B * "COT 3 y 

<Dfr*u- KtSDNA^tt^M^^^-if^tiIL/:o 

2) khPPAR ff > 7 ifcli^$#S:fflv>fcjl/v/7x7-H77-b'f 
i±«atfflv^CV-l«TO:tot^|L^, ^ 

M7 3efc|^-mi (DM EM) C^teilli (GIBCOBRLtt, 7J * n 
25 ^ No. 26140-061) £&i§£ 1 0 «fc 3 «2JflU ^ *b tC^zaj^ 5 0U/ 
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m 1 o^vij >Gt 5 0/i g/m I OttK* h P 7* Y v >f > £ anx.£Jg*fe 

U#-*Htfc3\ G a 1 4 -PPAR&£^**-©ffiDNA£fc±*BJ|& 
|*I^A-t^ h7>^7x^y 3 >K|£U M£¥#>1 Ocm dish^2 X 

ilOml itiuz-tzo ls#-9-&B=f-l 0/x g. Gal 
9 9 -0.5 fx g tlipofectAMINE (Son^, GIBCOBRLft, * * D 7 No. 18324- 
012) 5 0^ 1 * J: < rlfD U ±IB^#dish(C» Lfc. 3 7 X,^^* 5-6 
8#^^it, 10ml OS^Mlfilff (GIBCOBRLtt, ij 9 U ? No. 26300-061) 
10 2 0%*<&tr£tt*inx.fco 3 7t-C-^t L£&> h 'J yy>M 

CioT^ftH, 8000cells/l 0 0m 1 DMEM- 1 0 %^#rJfiLff/weIl<7>jffl 

M0 2te*fl^^tf*f&Eft^<DDMEM- 1 0 %8#fjfiLi*igFifc 1 0 0 
// 1 fcj&UDLfco 3 7t?4 2 Wig#U «ttHftoT>U 
15 ->7i 7 — tffl§te*«56 Lfc. 

P P AR aT=T-7. MSttKHLTti, PPAR a KtfLT^itlC^vy x 
7-TO^e?^WI«MB3,{(:Ai;!,MtO'J> (Eur. J. 
Biochem., 233, 242 (1996) ; Genes & Development, 10, 974 (1996)#J&) 1 0 ft 

20 *tJS1±*^2 lK^Lfco 

PPAR7 7^-7 hfgttfclHLTHU PPAR7 fc#LT*T*K;i/«>7x 

ftttit^-fk^ h o 7 V 9 V*> (CelL, S2, 863 (1995), Endocrinology., 122, 4189 
(1996)£ <fc tTj. Med. Chera, 22, 665 (1996)#B3) 1 0 // M^DBfO^ v 7x7- 

p par a Yfe&\zmLx\u vc&m*$**^mn<o**mxiL 
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^2 1 
PPAR a 73*-X 







«#0 2 
3W82 (5) 

nmm 2(11) 

HWJ2 (1 2) 


2. 1 

0. 8 

3. 2 

1. 7 


U2 2 

PPAR7 hfctt 






HJfefllJ 2(12) 


1. 4 
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%2 3 

P PAR 8 7=f-* hfe®. 





mm (\im) 

0 1.0 10.0 


Hifeffil2 (2 2) 
H jfcfll 2(93) 

nmme 


1.0 9.3 6 6.7 
1.0 3 6.1 5 4.7 
1.0 11.9 6 1.6 



itlSKKAy/Tav** ( 1 $ 7 E) «r7»K (M3 5~4 0g) -CAflfSL ft 

mUatt^B (OB) > MiI£J:tf]fil*flifC (HJ^'J-feU K (TG) 
«) Kgo*<SWt£*rfcv\ SB<fc *) 2 B®, *&9Hls£1&*0.03% (w/w) 
#tf«*k (>L<lii&*M^^tStLfc„ 3 BiO13:00fC^jfli5r 

10 >Fd-;^ , *HW<b^» (0.03%-fk^*^trJR*ft») 



£2 4 





JMH-ft (mg/dO TGH (mg/dl) 
3B 3B 


n > h n — ;v 

HJfcflJ 2(12) 
M38.9mg/kg/day (&JMI) 


495 ±35 558 ±107 
214±19* 221 ±66* 



* : p<0.01 vs 3 V h n - )V (1 §?7E) 
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tin.* 3 vat n - jus X U t tia.*ffin&Tftm : 

nmffli&Mn (ob) QrwKJiM^i&fou iflL^Bts (h;^v 

5 -bV K (TG) m , 1W (NEFA) , in^to-Jl, (TC) fll 
KJ:3##lt^T&v\ ^^^-^-<7)^^H^*/HltcL^o IB, 17:00 
tC^^k^^0.5%*^**^rv^f-;Hr;l'D-x (CMC) TK^tCT^ 
|5lB#«3l/Xx n-/u£ (ft-^X'J/Hi, CRF-1&* 
ffi&K5.5%\z-i-'yi&, i.5%3Wo-;K 0.5%n-;i/^=S:fi^L/: t O) 

10 Z&ltZo 

mmmte i s i9 :mzmmm&tin.*ft &v\ ^mit^m^^tisL^ms. 

(TG, NEFA, TCI!) £«iJ£Lt 0 5 ^Tf-fo *ISW 

itittyli 1 0 m g X 3 / k g /dayeiP^4^ ft^ •= to it, 

ho-^ (o.5%cmco*&4) ^.ttf^iii^b^tiS^M^-e^^^ 

15 v^iE^ibtL^^oto 



S2 5 





TCffi TG-fi NEFA-fil 
(mg/dl) (mg/dl) (^Eq/I) 


%mm2 (1 2) 


188±5 147±9 489±66 
70±5" 100±14' 178±14" 



* : p<0.05 vsn>ho-;V (1^7E) 
* : p<0.01 vs n V h n (1i£7E) 



20 fii5iJf/J/:liMJ: LT Wi»£^i&t<& & OT&£ 0 it, 
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5 mm 

(i) ?7FZti2>*mwit&yn, *tib<»mm&. %xxf%fih<D 

imm\t. P P A R§##J MtS^^t Lt !) , tomWTM. Mfi 
T*^J> Hm#i, JESS, ->>Kn-AX, |3^fD-jHi, iipJ*°g6ifiL 
£*©ftttf*«*Jfe* ffilBJfiL& IMMBft& tHt&B&JSU ate, 

ft^*fntlfi#KPPAR «7 3'^ hflUBfcJtf/SfcttP PAR/ 7 =r 
HDL3^fo-HM, LDL n U^rn-^-.fcJitf/S fcJi 
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mm 

10 * a&gp «-c&4 ztL&o 

K5*±, £e#u «tai«mi*Kjt 

ol^ J&A— A*fc*K lii:o|, 1 mg*»t>1000mgO|fiH"C> 
1 0 l@*&ft@ftn«-5-S*i£j&\ SfcttJ8A-A*fcO, lEHco^ o.l 
mg^t)10 0mg<Oilf, 1 B l@*fe»l3#«Pfi4 (»2L<li, ft 
15 Mf*l&4) 3it*tf\ t^lil B mB*t2 4^noKO-Cglill«3C#ftfi 

So 
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Wll T^<9^>BW)f) IT&KfeT 

flau mmim, lutau -tmak mm. %m\. «#au mmmi&G 
15 iz®m$tz\mmixm^z>®fc<D&ttM%&$tz>o m#m±* vt-ottz 

%\mu faffiitfiu mmn, ummi^/^x^x ^ x^ 0 ztibimi&xm. 
mktfmMm&twkLs ^(o^mizmmititzam^ommm^i 

tz\m<D®%\fc : &MlX&%tZ>z\ti>?%Z>o 

It***, #£KJ:9fc;fr3ft**WB»aU ifc»#J, &#Sk 
-8K £M£ X Xfmft&M-<Diz*>(D<< y V *i* 0 
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M^m^mtMi\mm<wmm 2,868,691 ^1^^3,095,355 ^zni 
5 <iem?^Tv>^ 0 

15 jfcgflll 

3 hfv^ l>+y^>X7^fH K 




20 3 — t: Kn^y^>X7^f t K (2 0g) , ^na^f^^f ^x-f ^ 
(25ml) HX&ZHVfv \d)\>x.+)VT \ y (114ml) <Dt h 7 k: K 

077V ooomi) gfiKT 1 Lfeo aea^iKtcjfcjt * 
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i) TMt&u rmi&mzt't&mmit&to (2 3 g ) 

TLC:Rf 0.65(^^r-9->' ! fti?x^;i/=3 : 1); 

NMR (CDC1 3 ) : 8 9.98 (s, 1H), 7.42-7.56 (m, 3H), 7.30 (m, 1H), 5.24 (s, 2H), 
3.50 (s, 3H) 0 

mm 




10 

jMMtTA'S-** (690mg) tf>rh7fch*n77> (60 

ml) mfimZ&$Wl-?Wkltzit&® (3.0g) f7tKD77> 
(4 0ml) ?§i££JPx., m^-C3 0 5^it#L£ o K^li^^C^^ 

15 ZmffiLtZo »^vy*W7A^07 h^77^- (^*<9->:&$ 

xf^=3 : 1) -eififggu Tietrt£tt£#«iim£-t) (2.5 g ) i'&tzo 

TLC : Rf 0.39 (^^"9- > : gfc&i?-;P=3 ! 1); 

NMR (CDCI3) : S 7.25 (t, J = 7.5 Hz, 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.70 
(d, J = 6 Hz, 2H), 3.50 (s, 3H), 1.75 (t, J = 6 Hz, 1H) 0 

20 

3-^ h*v* h*y^>y>7*D5 K 
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&2to2'(*m&Lt:ik&fo (2.48 g) fiiUff^x-^?^/ (4.64 g) 

<omi**vy (i50mi) ^mxm%\\jk% (7.34 g) srsnx., m&-c3 0 

li 1 1 o ^Sft ^ y 'J * 7 a ^ 07 ^7 7 - (^*^> : 
ffifii^=5 : 1) t«fiL, TTBWtttt«r^1-*SHffc^» (4.41 g) fc# 

TLC : Rf 0.71 : *tif*=2 ! 1) 1 

10 NMR (CDC1 3 ) : 5 7.25 (t, J = 7.5 Hz, 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.45 
(s, 2H), 3.50 (s, 3H) 0 



15 



##«l3-C«jSL^b-&«J (4.41 g) , ft^'Jn-^fJP (1.5ml) % 
*£K*V*A (2.45 g) iSitfa^fc* V 7A (2 5 Omg) 07-feh-Mj;i/ 
20 (5 0ml) Mtt*3BIIHtilllL-*:. ElS»'fr»ifc**iiU *>?££iiilSL 
/c 0 &S^t*> , JA^*7A^n7^77^ - (^*^> : ftBSif-;u = 
5:1) tilL, TlB»tttt*#+**«ft*» (2.81 g) 
TLC : Rf 0.57 : ftgxf-^=2 ! 1); 

NMR (GDQ 3 ) : 5 7.25 (t, J = 7.5 Hz, 1H), 7.05-6.90 (m, 3H), 5.20 (s, 2H), 3.80 
25 (s, 2H), 3.75 (s, 3H), 3.50 (s, 3H), 3.10 (s, 2H)o 
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^•ffil 5 

2- (3-tKn^y7x-WWt) ftS^f^x^ 



HO 




5 



##«l4t?»la£L7tft^i» (2.81 g) * 7 - JU ( 2 0 m 1 ) «4N- 

(1 lm 1) fcflDx., MS."C3 0#Wa#Lfco 

io »8&x^;w=5 : i) -camu Tffi»tttft**ri-s*«fl:#» (2.i6g) 

fco 

TLC :Rf 0.45(^4MJ-> : fj=$J^;l/=2 : 1) | 

NMR (CDC1 3 ) : d 7.20 (t, J - 7.5 Hz, 1H), 6.90 (d, J = 7.5 Hz, 1H), 6.85 (d, J = 2 
Hz, 1H), 6.75 (dd, J = 7.5, 2 Hz, 1H), 5.05 (s, 1H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 
15 (s, 2H) e 

iiij 

2- (3- (4- (4-^f^7x-;l/) ^77-^-2-^^ h*v) 7 
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S^tt5T«£Lfcfl:'&* (0.30 g) *mt*TVy (10ml) £»#U 
2-HKn^y>f;i/-4- (4-^f^7x-;l/) ^7V-;i/ (0.34 g) £J: 
tfl* 'j7iiWX7r/ (0.44 g) SrSQx.T, £fi"?55HB«#Lfc 0 Effifi 
5 £®mz\, 1' -7yy*M-^y^'Jy> (0.56 g) *iQx.T\ gST 
lWLt, RJ6S#»t9[Kyxf-^Jc— jr^*JpiL, %ilU. 

- : o : l) -CffiSU TEWtttt 

10 ^b^» (0.51 g) fcftfc. 

TLC : Rf 0.56 (^-9" > : flsB&xf-Jl/= 3 : 1); 

NMR (CDC1 3 ) : 5 7.79 (d, J = 8.2 Hz, 2H), 7.44 (s, 1H), 7.22-7.30 (m, 3H), 
6.91-7.05 (m, 3H), 5.42 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.39 (s, 3H)„ 

15 iMl (1) ililU (j a 7) 

20 IMi (1) 

6- (3- (4- (4->f;V7x-^) f7 4 /-Jl/-2-'fWh^y) 7 
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TLC : Rf 0.75 : gfcg£.x-7-;l/= 2 : 1); 

NMR (CDCI3) : S 7.48-7.66 (2H,m), 7.43 (1H, s), 7.28-7.10 (3H, m), 6.88-6.72 
5 (3H, m), 5.41 (2H, s), 3.66 (3H, s), 2.59 (2H, t, J=8.0Hz), 2.39 (3H, s), 2.30 (2H, t, 
J=7.5Hz), 1.74-1.46 (4H, m), 1.45-1.16 (2H, m) Q 

mm (2) 

5 - (3 - (k*7x-;l'-4 h*v) 7x-)P) s<> ? ■ 
10 x.7>f-JU 




TLC : Rf 0.57 Cn*^ : HsRx?-/l/=4 ; l); 
15 NMR (CDC1 3 ) : d 7.30-7.62 (m, 9H), 7.20 (m, 1H), 6.77-6.83 (m, 3H), 5.08 (s, 
2H), 3.64 (s, 3H), 2.60 (t, J = 6.8 Hz, 2H), 2.32 (t, J = 6.8 Hz, 2H), 1.59-1.66 (m, 
4H) 0 

IMi (3) 
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4- (3- (tf7x-;W- 4 -4 )V* h^ri/) 7i-;W) 7^>S?-^f^x 




TLC : Rf o.65(^ + -9-> : S^^^;u=3 ii); 

NMR (CDC1 3 ) : S 7.57-7.64 (m, 4H), 7.31-7.53 (m, 5H), 7.22 (m, 1H), 6.78-6.87 
(m, 3H), 5.09 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.33 (t, J = 7.5 Hz, 2H), 
1.96 (tt, J = 7.5, 7.5 Hz, 2H) 0 

4- (3- (4- (4-^f;P7x-;l/) f7/-;V-2—f;l'^ h^rv) 7 




TLC : Rf 0.59(^-9"> : ftKxf-;i/=3 : l); 

NMR (CDCI3) : 8 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.81- 
6.87 (m, 3H), 5.41 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 2.33 
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(t, J = 7.5 Hz, 2H), 1.95 (tt, J = 7.5, 7.5 Hz, 2H) C 
W mi (5) 

4- (3- (2- (5 -7x-;l't^tV-^-4 x h 
5 ^v) 7i-;U) 7*>gg ■ ^fil/xxf^ 




TLC : Rf 0.39(^*-9-> : ftgfcxf-;p=3 II); 
10 NMR (CDC1 3 ) : 8 7.98 (m, 2H), 7.38-7.46 (m, 3H), 7.17 (m, 1H), 6.72-6.77 (m, 
3H), 4.23 (t, J = 7.0 Hz, 2H), 3.66 (s, 3H), 2.98 (t, J = 7.0 Hz, 2H), 2.60 (t, J = 7.5 
Hz, 2H), 2.38 (s, 3H), 2.32 (t, J = 7.5 Hz, 2H), 1.93 (tt, J = 7.5, 7.5 Hz, 2H) C 

lifli (6) 

15 6- (3- (2- (5-^f-^-2-7i-;i/^4r-9-V-;i'-4 




20 TLC :Rf 0.51 (^**)-> I gfc$x-^;i,= 3 : 1) J 

NMR (CDCI3) : S 8.04-7.92 (2H,m), 7.50-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.80-6.60 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.56 
(2H, t, J=7.5Hz), 2.38 (3H, s), 2.29 (2H, t, J=7.0Hz), 1.75-1.52 (4H, m), 1.44-1.26 
(2H, m) 0 
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mm (7) 

5- (3- (2- (5-^f^-2-7x-^*H , /-^-4-^l/) a. h 

5 

0 




tlc : Rf o.2i(^*y-y I ^M^^=5 : 1) ; 

NMR (CDC1 3 ) : (J 8.03-7.94 (2H,m), 7.49-7.36 (3H, m), 7.23-7. 12 (1H, m), 6.78- 
10 6.68 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.64-2.52 
(2H, m), 2.38 (3H, s), 2.38-2.26 (2H, m), 1.75-1.58 (4H, m)o 

2- (3- (3- (tT7i-;P-4 -A)\>* F^y) 7x-Jb) 7*ne^ft) 
15 gfcS£ • ^^Wxxr-H' 




TLC : Rf o.73(^*-9-> : gf=$p:?-;i/= 2 : l); 

20 NMR (CDQ3) : 8 7.57-7.64 (m, 4H), 7.31-7.53 (m, 5H), 7.22 (dd, J = 9.0, 7.6 Hz, 

1H), 6.79-6.86 (m, 3H), 5.10 (s, 2H), 3.72 (s, 3H), 3.23 (s, 2H), 2.71 (t, J = 7.4 Hz, 
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2H), 2.65 (t, J = 7.4 Hz, 2H), 1.93 (tt, J = 7.4, 7.4 Hz, 2H) 0 

lii) C9J 

2- (3- (3- (4- (4-^f;l/7x^) ^7 V*-;U- 2 ->f )V* h * 




TLC : Rf 0.68(^*-9"> : gf=$x^;W= 2 I 1); 
10 NMR (CDC1 3 ) : 8 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.82- 
6.88 (m, 3H) t 5.41 (s, 2H), 3.72 (s, 3H), 3.22 (s, 2H), 2.71 (t, J = 7.5 Hz, 2H), 2.64 
(t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 1.92 (tt, J = 7.5, 7.5 Hz, 2H)o 

mm (1 0) 

15 6- (2- (2- (5->f;i'-2-7x-;i/tW-;l'-4-'f;i') 
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TLC : Rf 0.51 : gfe$x^;p= 5 11); 

NMR (CDC1 3 ) : d 7.95-8.00 (m, 2H), 7.40-7.45 (m, 3H), 7.02-7. 17 (m, 2H), 6.81- 
6.89 (m, 2H), 4.25 (t, J = 6.4 Hz, 2H), 3.65 (s, 3H), 2.99 (t, J = 6.4 Hz, 2H), 2.56 (t, 
J = 7.8 Hz, 2H), 2.38 (s, 3H), 2.26 (t, J = 7.8 Hz, 2H), 1.46-1.76 (m, 4H), 1.22-1.45 
5 (m, 2H) 0 

mm I (ID 

2- (3- (t*7x-;i/-4-f;Mf+y) 7xz;MWi) W&t • * 



TLC : Rf 0.56(^^r^> : SK^^^=3 I 1)1 

NMR (CDCI3) : 8 7.57-7.63 (m, 4H), 7.34-7.52 (m, 5H), 7.24 (dd, J = 8.1, 7.7 Hz, 
15 1H), 6.87-7.00 (m, 3H), 5.10 (s, 2H), 3.80 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H) C 

% mi (12) 

2- (3- (2- (5-^f^-2-7i-;l/tW-;l'-4-^;i/) xb 
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TLC : Rf 0.36(^^-9"> I g^i?x^;l/=3 : 1); 

NMR (CDCI3) : S 7.95-8.00 (m, 2H), 7.37-7.44 (m, 3H), 7.20 (dd, J = 8.0, 8.0 Hz, 
1H), 6.87-6.90 (m, 2H), 6.80 (dd, J = 8.0, 2.5 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.77 
5 (s, 2H), 3.70 (s, 3H), 3.07 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H)„ 

5- (2- (2- (5-^f^-2-7x^WW-;P-4-^l') if 



TLC : Rf 0.59 I ft|[xf^=2 II); 

NMR (CDCI3) : 8 8.05-7.95 (m, 2H), 7.45-7.35 (m, 3H), 7.20-7.05 (m, 2H), 6.90- 
15 6.80 (m, 2H), 4.25 (t, J = 6.5 Hz, 2H), 3.65 (s, 3H), 3.00 (t, J = 6.5 Hz, 2H), 2.60 (t, 
J = 7 Hz, 2H), 2.40 (s, 3H), 2.25 (t, J = 7 Hz, 2H), 1.80-1.45 (m, 4H)„ 

mn m (1 4) 

6- (2- (4- (4->Wx-;v) f7'/-iV-2-'f;MF^y) 7 
20 • ^f-;ux^r;w 



10 
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TLC:Rf 0.55 (^^-^> I gf=$.x^;U= 5 II); 

NMR (CDC1 3 ) : S 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7.24 (d, J = 8.0 Hz, 2H), 
5 7. 15-7.22 (m, 2H), 6.91-6.98 (m, 2H), 5.42 (s, 2H), 3.65 (s, 3H), 2.73 (t, J = 7.6 Hz, 
2H), 2.39 (s, 3H), 2.32 (t, J = 7.4 Hz, 2H), 1.61-1.77 (m, 4H), 1.38-1.50 (m, 2H) G 

mm Q 5) 

2- (3- (3- (2- (5->f^-2-7x-;^+tv-^-4-^^) 




TLC : Rf 0.29(^*-9-> : gfc$x^;i,= 4 : 1); 
15 NMR (CDCI3) : S 7.95-8.00 (m, 2H), 7.40-7.46 (m, 3H), 7.17 (dd, J = 8.1, 8.1 Hz, 
1H), 6.72-6.77 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.71 (s, 3H), 3.22 (s, 2H), 2.98 (t, J 
= 6.8 Hz, 2H), 2.67 (t, J = 6.8 Hz, 2H), 2.63 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.90 (tt, 
J = 6.8, 6.8 Hz, 2H) 0 

20 mm (16) 

2- (3- (2- (fcf7i-;i—4--f x^y) 7x-JMW*) 
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5 TLC : Rf 0.48 I WML*-* & = 3 II); 

NMR (CDC1 3 ) : S 7.53-7.61 (m, 4H), 7.30-7.47 (m, 5H), 7.22 (dd, J = 8.2, 8.2 Hz, 
1H), 6.78-6.92 (m, 3H), 4.21 (t, J = 7.0 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 3H), 3.14 (t, J 
= 7.0 Hz, 2H), 3.09 (s, 2H) G 

10 mm I (I 7) 

2- (4 nn-3 - (2- (5-^f;i/-2-7x-;i/t^tV , -;P-4 




TLCiRf 0.41 (^+-^> : ffiKif^=2 : l); 

NMR (CDC1 3 ) : 8 8.00 (m, 2H), 7.50-7.35 (m. 3H), 7.27 (d, J = 8.0 Hz, 1H), 6.94 
(d, J = 2.0 Hz, 1H), 6.83 (dd, J = 8.0, 2.0 Hz, 1H), 4.30 (t, J = 6.5 Hz, 2H), 3.75 (s, 
2H), 3.71 (s, 3H), 3.05 (s, 2H), 3.05 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H) 0 

mm f!8) 

2- (4-*nn-3- (4- (4->f^7x-^) ^7 7-^ - 2—4)V 
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TLC : Rf 0.61 I ft»xf^s2 ! I) - , 

5 NMR (CDC1 3 ) : 5 7.78 (d, J = 8.0 Hz, 2H), 7.45 (s. 1H), 7.34 (d, J = 8.0 Hz, 1H), 

7.23 (d, J = 8.0 Hz, 2H), 7.11 (d, J = 2.0 Hz, 1H), 6.93 (dd, J = 8.0, 2.0 Hz, 1H), 
5.49 (s, 2H), 3.77 (s, 2H), 3.69 (s, 3H), 3.01 (s, 2H), 2.38 (s, 3H) C 

mm I (19) 

10 2- (3- (H7x-fl/-4 -4 fr* h*v) -4-^nD7x-jMW 




15 TLC : Rf 0.62 (^*^ > g£g&JL?-;|/ = 2 : 1 ) ; 

NMR(CDa 3 ): 8 7.70-7.35 (m, 5H), 7.58 (d, J = 8.0 Hz, 2H), 7.43 (d, J = 8.0 Hz, 

2H), 7.33 (d, J = 8.0 Hz, 1H), 7.03 (d, J = 2.0 Hz, 1H), 6.88 (dd, J = 8.0, 2.0 Hz, 
1H), 5.22 (s, 2H), 3.77 (s, 2H), 3.70 (s, 3H), 3.00 (s, 2H) 0 
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mm (2 0) 

2- (3- ( (2E) -3- (tf7x-;l/-4 ->f ;W) yo^;Pt^y) 7 



5 




TLC : Rf 0.63 ! B^ffi?x^;i/ = 3 : 1); 

NMR(CDC1 3 ): 5 7.53-7.63 (m, 4H), 7.15-7.50 (m, 6H), 6.74-6.93 (m, 4H), 6.45 
(dt, J = 16.2, 5.7 Hz, 1H), 4.73 (dd, J = 5.7, 1.4 Hz, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 
10 3.09 (s, 2H) 0 

mmm i(2i) 

2- (3- (3- (fcf7x-;l/-4->Oi/) 7"n^y) 7*-;^ f-)],**) 




TLC : Rf 0.66(^4r-9"> : ftK^^ = 4 II); 

NMR (CDQ 3 ) : 5 7.19-7.61 (m, 10H), 6.79-6.92 (m, 3H), 4.00 (t, J = 6.2 Hz, 2H), 
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3.80 (s, 2H), 3.72 (s, 3H), 3.10 (s, 2H), 2.86 (t, J = 7.7 Hz, 2H), 2.14 (m, 2H) C 
ggfifcfffl 1 (22) 

2- (3- (2- (5->f;v-2-7x-;i/*w-;i'-4-'f;v) xh 

5 *v) 7i-^) ftg^fJVX^f'l' 




TLC : Rf 0.50 I i®xf;l/=2 II); 

10 NMR (CDC1 3 ) : £ 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (m, 1H), 6.90-6.75 
(m, 3H), 4.25 (t, J = 7Hz, 2H), 3.70 (s, 3H), 3.60 (s, 2H), 3.00 (t, J = 7Hz, 2H), 2.40 
(3H, s)o 

mm (23) 

15 2- (3- (tT7xn;l/- 4 h**s) f'Jy>-5-^M Wt) 




20 TLC : Rf 0.22 (S^^f-^ '. > = 1 ' 2)\ 

NMR (CDCI3) : 8 8.32 (d, J = 3.0 Hz, 1H), 8.18 (d, J = 2.0 Hz, 1H), 7.70-7.30 (m, 
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10H), 5.16 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.06 (s, 2H) C 
IMl (24) 

2- (3- (4* -7'ntf;Hf7x-;i/-4-'f )l<* h^rv) 7i-WW 

5 f-*) gfc$ • ^f-;u^^r^ 



H 3 C 




TLC : Rf 0.65 : g£$x-^;i/=3 : l); 

10 NMR (CDC1 3 ) : S 7.60 (d, J = 8.4 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.49 (d, J = 
8.4Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.24 (dd, J = 7.7, 7.7 Hz, 1H), 6.87-7.00 (m, 
3H), 5.10 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.63 (t, J = 7.4 Hz, 2H), 
1.68 (tq, J = 7.4, 7.4 Hz, 2H), 0.98 (t, J=7.4 Hz, 3H) C 

15 1(25) 

2- (3- (4- (fc?'Jv>-4 — f;i/) 7x^;M h^rv) 7i^;i^^;U 
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TLC : Rf 0.50 ; 

NMR (CDCI3) : S 8.67 (d, J = 4.5 Hz, 1H), 8.66 (d, J = 4.5 Hz, 1H), 7.67 (d, J = 
8.6 Hz, 2H), 7.50-7.58 (m, 4H), 7.26 (dd, J - 8.0, 8.0 Hz, 1H), 6.80-7.01 (m, 3H), 
5 5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H) e 

(26) 

2- (3- (4- (e'Jy^-3-'f^) 7x^Mh^v) 7 



TLC : Rf 0.77(^^r-9-> ! ft^xf^- 1 : 9); 

NMR (CDCI3) : S 8.86 (d, J = 2.4 Hz, 1H), 8.60 (dd, J = 5.0, 1.6 Hz, 1H), 7.89 
15 (ddd, J = 8.0, 2.4, 1.6 Hz, 1H), 7.62 (d, J = 8.2 Hz, 2H), 7.55 (d, J = 8.2 Hz, 2H), 
7.38 (dd, J = 8.0, 5.0Hz, 1H), 7.26 (dd, J = 8.0, 8.0 Hz, 1H), 6.87-7.01 (m, 3H), 
5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H) 0 

mm (2 7) 

20 2 - (3 - (4 - ( 1, 3 -v**-»M >^>-5->f /U) 7x-Wh+«» 
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TLC : Rf 0.48 (^^r^ : ftB£xf->U=3 : 1)1 

NMR (CDC1 3 ) : S 7.54 (d, J = 8.4 Hz, 2H), 7.47 (d, J = 8.4 Hz, 2H), 7.25 (dd, J = 

5 7.9, 7.9 Hz, 1H), 6.86-7.08 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.81 (s, 2H), 3.72 (s, 
3H), 3.08 (s, 2H) 0 

mmm (23) 

2- (3- (4- (e'Jy>-2-f;l/) 7x~;Pplh^v) 7x-J^fJl/ 
10 f-t) ft® • ^f^f^ 




TLC:Rf 0.47(^*-9-> :ft»x^^=2 : l); 
15 NMR (CDC13) : 8 8.70 (d, J = 4.6 Hz, 1H), 8.01 (d, J = 8.6 Hz, 2H), 7.74-7.77 (m, 
3H), 7.54 (d, J = 8.6 Hz, 2H), 7.24 (m, 1H), 6.75-7.00 (m, 3H), 5. 13 (s, 2H), 3.80 (s, 
2H), 3.72 (s, 3H), 3.08 (s, 2H) 0 

Mm! (2 9) 
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2- (5- (e7x-jl'-4-'fW h^rv) -2--h07x-Wf;i/f 




TLC : Rf 0.38 (^*^ > : gfc$x^;W= 4:1); 

NMR (CDC1 3 ) : 5 8.14 (d, J = 9.0 Hz, 1H), 7.57-7.65 (m, 4H), 7.45-7.52 (m, 3H), 
7.36-7.45 (m, 2H), 7.08 (d, J = 2.8 Hz, 1H), 6.97 (dd, J = 9.0, 2.8 Hz, 1H), 5.22 (s, 
2H), 4.22 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H) 0 

mm L3-0J 

2- (3- (lf7x-;i/-4-^M^y) -4-^FD7x-;MW 



15 




TLC : Rf 034(^*V-> I ftKxf-;V=4 ! 1); 

NMR (CDCI3) : <5 7.85 (d, J = 5.5 Hz, 1H), 7.53-7.63 (m, 6H), 7.42-7.48 (m, 2H), 
7.33-7.38 (m, 1H), 7.20 (d, J = 1.0 Hz, 1H), 7.01 (dd, J =5.5, 1.0 Hz, 1H), 5.31 (s, 
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2H), 3.83 (s, 2H), 3.71 (s, 3H), 3.00 (s, 2H) 0 

2- (3- (4- (1, 3-i?**4H>r>-4-4*') 7i-WRy) 
5 7x^;v^fjl/f^) gfe$ • ^f-^xjxf-fl/ 



TLC : Rf 0.52 (^+-9- > : g|s|fcxf-;l/= 3 I 1)1 
10 NMR(CDC1 3 ): S 7.74 (d, J = 8.4 Hz, 2H), 7.50 (d, J = 8.4 Hz, 2H), 7.24 (dd, J - 

7.8, 7.8 Hz, 1H), 6.80-7.09 (m, 6H), 6.02 (s, 2H), 5. 11 (s, 2H), 3.80 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H) 0 

(3 2) 

15 2- (3- (2-7x-*t77-^-4-'fW b + 7x-WW 




20 TLC : Rf 0.38 (-^** > : ft»xf^/= 4 I 1 ) I 

NMR (CDC1 3 ) : <S 7.92-7.99 (m, 2H), 7.43-7.48 (m, 3H), 7.32 (t, J = 1.0 Hz, 1H), 
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7.26 (dd J =7.9, 7.9 Hz, 1H), 6.90-7.04 (m, 3H), 5.27 (d, J - 1.0 Hz, 2H), 3.81 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H) C 

(3 3) 

5 2- (3- (2- (5 -tf-fr- 2 - (4->f^7x-;l/) 

4->f )U) Xh+y) 7i-;MfWt) Si-^f^xXf;!' 




10 TLC : Rf 0.81 : S^^f-^= i : 1) ; 

NMR (CDC1 3 ) : 5 7.86 (d, J = 8.2 Hz, 2H), 7.25-7. 16 (m, 3H), 6.90-6.76 (m, 3H), 
4.24 (t, J = 6.7 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 
2H), 2.39 (s, 3H), 2.37 (s, 3H) D 

15 mWM I (3 4) 

2- (3- (2- (2-7ixW/-;V-4-'f P) xKv) 7jl-;U 




20 

TLC : Rf 0.39(^^-9"^ : Stiffs 4 II); 

NMR (CDC1 3 ) : 6 7.92-7.96 (m, 2H), 7.41-7.46 (m, 3H), 7.23 (dd, J = 8.4, 8.4 Hz, 
1H), 7.07 (s, 1H), 6.81-6.93 (m, 3H), 4.37 (t, J = 6.6 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 
3H), 3.31 (t, J = 6.6 Hz, 2H), 3.09 (s, 2H) C 
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illi (3 5) 

2- (3- (2- (5 -^f-;U- 2 - (4- h V 7Wo.^f;l/7x-^) * 
5 ;w 




TLC : Rf 0.22(^^-9-^ I g^^f"^=2 : 1); 
10 NMR(CDa 3 ): d 8.09 (d, J = 7.6 Hz, 2H), 7.69 (d, J = 7.6 Hz, 2H), 7.19 (m, 1H), 
6.89 (m, 2H), 6.8 (d, J = 7.2 Hz, 1H), 4.25 ( t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, • 
3H), 3.09 (s, 2H), 2.99 (t, J = 6.5 Hz, 2H), 2.41 (s, 3H) 0 1 

(3 6) 

15 2- (3- (2- (2- , 7ji-;l/^4r-9-V-^-4--f;l/) x^y) 7x- 




20 TLC : Rf 0.40 (^*^ > ! ffii$x^rt/= 3 : 1 ) ; 

NMR (CDC1 3 ) : 5 8.00-8.05 (m, 2H), 7.58 (s, 1H), 7.41-7.46 (m, 3H), 7.23 (dd, J 
= 8.0, 8.0 Hz, 1H), 6.81-6.93 (m, 3H), 4.29 (t, J = 6.5 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 
3H), 3.09 (t, J = 6.5 Hz, 2H), 3.09 (s, 2H) 0 
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mm (37) 

2- (3- (2- (5-^f-^-2- (4-7HD7x^) tf^V*-^ 



5 




TLC : Rf 0.62(^*-tf-> I Bfc®xf-;W= 1 : 1); 

NMR(CDC1 3 ): S 7.96 (m, 2H), 7.06-7.24 (m, 3H), 6.91-6.74 (m, 3H), 4.23 (t, J = 

6.6 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
10 3H) 0 

mm (3 3) 

2- (3- (2- (5-^f-^-2- (1, 3-ytW>^>-5-^^ 

15 




TLC :Rf 0.84(A^fy :^xf;l/=l ; 1); 
20 NMR (CDa 3 ) : 5 7.52 (dd, J = 8.0, 1.4 Hz, 1H), 7.43 (d, J = 1.4 Hz, 1H), 7.19 (d, 
J = 8.0 Hz, 1H), 6.91-6.77 (m, 4H), 6.01 (s, 2H), 4.23 (t, J = 6.7 Hz, 2H), 3.78 (s, 
2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.95 (t, J = 6.7Hz, 2H), 2.35 (s, 3H) e 
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mm 09) 

5- (3- (3- (5-p(f;i'-2-7x-^^t7-^-4-^V) ~fu 



5 




TLC : Rf 0.64(^*-9-> : 11^^=2 ! 1); 

NMR (CDC1 3 ) : <S 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (dd, J = 8, 7.5 Hz, 
1H), 6.80-6.70 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.65 (s, 3H), 2.70 (t, J = 6 Hz, 2H), 
10 2.60 (m, 2H), 2.35 (m, 2H), 2.30 (s, 3H), 2.15 (m, 2H), 1.70-1.50 (m, 4H) G 

iifflj (4 0) 

2- (3- (2- (5->f-;u-2- (4-^no7x;^) ***rV-)V- 




TLC : Rf 0.83 (^+-9- > I gfcg£x?-;U= 2 : 1); 

NMR (CDCI3) : <5 7.93 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7.27 (t, J = 
20 7.9 Hz, 1H), 7.06 (m, 1H), 6.92 (d, J = 8.0 Hz, 1H), 6.82 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3.88 (s, 2H), 3.70 (s, 3H), 3.15 (s, 2H), 2.97 (t, J = 7.8 Hz, 2H), 
2.39 (s, 3H) 0 
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2- (3- (5-^f^-2-7x-;i/tny-^-4-'fJMF + y) 7 




TLC : Rf 0.56(^^-9-^ I lfcB£^?-^= 2 : 1); 

NMR (CDC1 3 ) : <5 8.05-8.00 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 
10 1H), 7.05-6.90 (m, 3H), 5.00 (s, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 2.50 (s, 
3H) 0 

**fc«l (4 2) 

2- (3- (3- (5-^f^-2-7x-;i/tW-jl/-4-'fJl') 7*n 
15 ^y) 7i-;MW*) gfc$ • ^f^x^f^ 




TLC : Rf 0.53 (^+-9- > I ftK^^=2 II); 
20 NMR (CDa 3 ) : S 8.00-7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 

1H), 6.95-6.75 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 

2H), 2.70 (t, J = 7 Hz, 2H), 2.30 (s, 3H), 2.15 (m, 2H) e 
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2- (3- (2- (5->f^-2-7x-;i/tW-^-4-^;i/) x h 




TLC : Rf 0.48 C^"^ I §£$^5^=3 ! 1); 

NMR (CDC1 3 ) : 8 7.97-8.02 (m, 2H), 7.41-7.46 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 

10 1H), 6.76-6.81 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.64 (s, 3H), 2.99 (t, J = 6.5 Hz, 
2H), 2.38 (s, 3H), 1.55 (S, 6H) Q 

mm (4 4) 

2- (3- (2- (5-^f-;i/-2- (2 -ff-)Vy x.=.)V) tf-W-ll'- 
15 4-^) xKv) 71-)!/^)^^) *?)VJLZt)V 




TLC :Rf 0.70 : gfc$xf-;u = 2 : 1); 

20 NMR (CDCI3) : 5 7.91 (m, 1H), 7.25-7. 15 (m, 4H), 6.90-6.77 (m, 3H), 4.25 (t, J = 
6.7 Hz, 2H), 3.77 (s, 2H), 3.68 (s, 3H), 3.06 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.65 (s, 
3H), 2.36 (s, 3H) 0 
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MMLi (4 5) 

2- (3- (2- (5-^f-^-2- (3->f;l/7i-;i/) **-9-y*-;i/- 




TLC : Rf o.64(^*-9-> : gfc$xf-;i/= 2 : l); 

NMR (CDC1 3 ) : 5 7.81 (s, 1H), 7.76 (d, J = 8.0 Hz, 1H), 7.32-7. 14 (m, 3H), 6.89- 
10 6.76 (m, 3H), 4.23 (t, J = 6.6 Hz,2H), 3.75 (s, 2H), 3.67 (s, 3H), 3.06 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.37 (s, 3H), 2.35 (s, 3H) G 

llil U 6) 

2- (3- (2- (5 -> f-^- 2 - (4-* h*v7i-;u) 
15 -4->f;i/) iKv) 7x^JMfW) Sl^f^xxf^ 




TLC : Rf 0.43 (^^-9- > I gfc$x?-;t/=3 ! 1); 
20 NMR (CDCI3) : $ 7.92 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.1, 8.1 Hz, 1H), 6.94 (d, 

J = 9.0 Hz, 2H), 6.88-6.98 (m, 2H), 6.81 (m, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.85 (s, 
3H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.36 (s, 3H) D 
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mmn lajj 

2- (3- (2- (5->^;U-2- (4--t>07x-M 



TLC : Rf 0.32(^^r^> I |^®?-x^;w=3 I 1) ; 

NMR (CDC1 3 ) : <J 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 

8.0, 8.0 Hz, 1H), 6.77-6.91 (m, 3H), 4.26 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
10 3H), 3.09 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H) C 

m m (4 8) 

2- (3- (2- (5-^^-^-2-yjL~)^t^V-^-4--(JV) 



TLC : Rf 0.45(^*"9-> : SKif-H/=3 : l); 

NMR (CDCI3) : 8 7.96-8.00 (m, 2H), 7.40-7.46 (m, 3H), 6.91 (m, 1H), 6.77-6.81 
20 (m, 2H), 4.23 (t, J = 6.6 Hz, 2H), 3.73 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 
6.6 Hz, 2H), 2.38 (s, 3H) 0 



5 
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2- (3- (2- (5 2 -7xi**+t'/-*- 4 -4)\>) 




TLC:Rf 0.48 I ftKif;V=5 I 1); 

NMR (CDC1 3 ) : 8 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.07 (t, J = 7.9 Hz, 1H), 

6.85-6.77 (m, 2H), 4.24 (t, J = 6.5 Hz, 2H), 3.83 (s, 2H), 3.73 (s, 3H), 3.11 (s, 2H), 
3.00 (t, J = 6.5 Hz, 2H), 2.38 (s, 3H), 2.21 (s, 3H) 0 

2- (1- (3- (2- (5-^f^-2-7xx;i/t^rtV-;i'-4-'fJl') 
xh^fy) 7xx;v) xf;i/ft) INS • * f-;i/x*r * 



CH 3 



15 




TLC : Rf 0.68(^*-9"> I Sfc$xf-;l,= 4 : 1); 

NMR (CDCI3) : 5 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.21 (t, J = 8.2 Hz, 1H), 

6.94-6.89 (m, 2H), 6.82-6.76 (m, 1H), 4.25 (t, J = 6.7 Hz, 2H), 4.10 (q, J = 7.2 Hz, 
20 1H), 3.67 (s, 3H), 3.02 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.39 (s, 3H), 1.55 (d, J = 
7.2 Hz, 3H) 0 
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mm L5jj 

2- (3- (2- (5->f^-2-7x-;l/t^ty-JV-4->f^ -1 



5 




TLC:Rf0.72(^^r-9-> ! g^i?x^^=2 ! 1 )o 
10 2- (3- (2- (5-h'J7^tD^f^-2-7x-;i'tH7-;i'-4 




15 TLC : Rf 0.37 > I gfc$x-^;l/ = 4 : 1 ) ; 

NMR (CDC1 3 ) : <5 8.10-8.00 (m., 2H), 7.55-7.41 (m., 3H), 7.21 (dd, J = 8.0, 8.0 

Hz, 1H), 6.94-6.75 (m, 3H), 4.31 (t, J = 6.5 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 
3.25-3.14 (m, 2H), 3.08 (s, 2H) 0 

20 mm (53) 

2- (3- (2- (5-^f^-2-7x-;i't=l l t/-^-4-'f;i/) 7*n 
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CH 3 



CH 3 



TLC : Rf 0.54(^4r^> I ftBSif-^=3 : 1)1 

NMR (CDCI3) : 3 8.00-7.94 (m, 2H), 7.44-7.37 (m, 3H), 7.29 (t, J = 8.2 Hz, 1H), 
5 6.89-6.86 (m, 2H), 6.79 (dd, J = 8.4, 2.0Hz, 1H), 4.17-4.03 (m, 2H), 3.77 (s, 2H), 
3.71 (s, 3H), 3.26-3.15 (m, 1H), 3.08 (s, 2H), 2.37 (s, 3H), 1.41 (d, J = 6.8 Hz, 3H) C 

mm (54) 

2- (3- (2- (5->fiV-2-7x-jl/t^tV-;l'-4-^;i/) 
10 7x-^^Ht) ^DA'vK-xfjVx^r^ 



TLC : Rf 0.75 (^+"9" > '. IMfc^f-A'" 7 I 1 ) ; 
15 NMR (CDCI3) : S 8.00-7.94 (m, 2H), 7.46-7.38 (m, 3H), 7.20 (t, J = 8.2 Hz, 1H), 

6.90 (m, 2H), 6.82-6.75 (m, 1H), 4.24 (t, J =6.8 Hz, 2H), 4.17 (q, J =7.2 Hz, 2H), 
3.82 (d, J = 13.4 Hz, 1H), 3.74 (d, J = 13.4 Hz, 1H), 3.28 (q, J = 7.0 Hz, 1H), 2.98 (t, 
J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.38 (d, J = 7.0 Hz, 3H), 1.28 (t, J = 7.2 Hz , 3H) 0 

20 mmm 1 (55) 

2- (3- (2- (5 - (4-xf)b7xx;i/) **-ty--;b- 

100 
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TLC : Rf 0.57(ft^-^;H ^^r-t>= 1 \2)\ 
5 NMR (CDCl 3 ) : 8 7.88 (d, J = 8.0 Hz, 2H), 7.25 (d, J = 8.0 Hz, 2H), 7. 21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.25 (t, J = 7.5 Hz, 3H) 0 

10 gffiflll (5 6) 

2- (3- (2- (5->-^;U-2 - (2, 2-77WD-1, 3-v** 

+*) wm- *?-p*Zt)\< 




15 F 

TLC : Rf 0.59 (ftKif^ I ^**T>= 1 I 2); 

NMR (CDCI3) : 5 7.75 (dd, J = 8.0, 1.0 Hz, 1H), 7.69 (d, J = 1.0 Hz, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 7. 10 (d, J = 8.0 Hz, 1H), 6.89 (d, J = 8.0 Hz, 1H), 6.88 (s, 
20 1H), 6.80 (d, J = 8.0 Hz, 1H), 4.23 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.09 (s, 2H), 2.96 (t, J = 6.5 Hz, 2H), 2.38 (s, 3H) C 
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2- (3- (2- (5-^^;^-2- (4-yot>7x-;i/) t^W-fr 



5 




TLC : Rf 0.63 (gfc$xf-;W : ^**)->= 1 : 2) ; 

NMR (CDC1 3 ) : <5 7.88 (d, J = 8.5 Hz, 2H), 7.23 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J = 7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
10 3H), 3.08 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H)„ 

2- (3- (2- (5-*T)V-2- (4--fV7"ot>7xzjl,) **Vf 




TLC : Rf 0.60 (g^x^ : ^**f>= 1 : 2); 
20 NMR(CDC1 3 ): S 7.89 (d, J = 8.5 Hz, 2H), 7.28 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.94 (m, 1H), 2.37 (s, 3H), 1.26 (d, J = 
7.0 Hz, 6H) 0 
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mm mi (5 9) 

2- (3- (2- (5 2 -7x-;pf 7V-;i/-4 ->f ;w) xf^ 




TLC : Rf 0.54(^^r-9-> I gj=$.x^;U=3 : 1); 

NMR (CDCI3) : 8 7.89-7.83 (m, 2H), 7.45-7.36 (m, 3H), 7.21 (t, J = 8.0 Hz, 1H), 

10 6.91-6.77 (m, 3H), 4.33 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.19 (t, J = 
6.8 Hz, 2H), 3.08 (s, 2H), 2.47 (s, 3H) 0 

mwmi (so) 

2- (3- (2- (5 -ptf-^-2 - (4-7f^7x-;P) tZ-y-V-fr- 




TLC : Rf 0.59 (^^V ! §fc$^f-fl'=2 : 1); 
20 NMR (CDCI3) : S 7.90 (d, J = 7 Hz, 2H), 7.25-7.15 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J m 6.5 Hz, 2H), 3.75 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 
Hz, 3H) 0 
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gflft fll 1(61) 

2- (3- (2- (5-ifJl/-2-7x-;i/tHV-^-4-'fn/) -X h 




TLC : Rf 0.27(^*"tf*> : &g£.x?-;i/= 3 : l); 

NMR (CDC1 3 ) : 5 7.96-8.01 (m, 2H), 7.40-7.48 (m, 3H), 7.21 (dd, J = 8.0, 8.0 Hz, 
10 1H), 6.87-6.90 (m, 2H), 6.79 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.99 (t, J = 6.6 Hz, 2H), 2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J = 7.6 
Hz, 3H) 0 

i (62) 

15 2- (3- (2- (5-^f"^-2- (2, 3, 5, 6-f F77;VtD-4 
7 — x^y) 7i-JMfW) 




F F 



TLC : Rf 0.45 > : gfc$a^;U = 4:1); 

NMR (CDC1 3 ) : S 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.94-6.75 (m, 3H), 4.25 (t, J = 
6.4 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.03 (t, J = 6.4 Hz, 2H), 2.42 (s, 
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3H), 2.36-2.30 (m, 3H) C 
HU M! (63) 

2- (3- (2- (5-^f-^-2- (4-^W7x-;i/) tWS-* 
5 -4-W;W) x^v) 7x-;Mfjl/ft) ftK-^f-^^f-^ 



TLC:Rf 0.66(^^r-9-> I ffi»J-f-^= 2 I 1); 
10 NMR (CDC1 3 ) : 5 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.95-6.75 (m, 3H), 

4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.40-1.25 (m, 4H), 0.90 (t, 
J = 6.5 Hz, 3H)o 

15 mmm\ (6 4) 

2- (3- (2- (5-* J f-fr-2- (3-^OD-4-^f^7x-;i/) * 
*-9-y*-;i— 4-f xl«^» 7x-;Mf^ft) ^^fmr 



H 3 C 




o 



H 3 C 




s^y 0 ^cH 3 



TLC : Rf 0.47(^^r"9-> I ^xf;V=3 : 1); 

NMR (CDQ 3 ) : 8 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 7.8, 1.8 Hz, 1H), 7.28 (d, 
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J = 7.8 Hz, 1H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.88-6.91 (m, 2H), 6.79 (m, 1H), 
4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 
2H), 2.41 (s, 3H), 2.38 (s, 3H) 0 

mmm 1 (65) 

2- (3- (2- {5-* J f-*'-2 -v^D^+v;i/^-^^V-;U-4 -4)V) 



TLC : Rf 0.65(^*"9-> :ft8iffl/=2 II); 

NMR (CDC1 3 ) : 5 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J = 7.5 Hz, 2H), 3.80 
(s, 2H), 3.75 (s, 3H), 3. 15 (s, 2H), 2.90 (t, J = 7.5 Hz, 2H), 2.70 (m, 1H), 2.25 (s, 
3H), 2.10-1.20 (m, 10H) o 

(6 6) 

2- (3- (2- (5 ->f-^- 2 - (4- 7i^) 




H 3 C 




o 



CH 3 



CH 3 



TLC : Rf 0.58(^^-9-^ \ ^g?x-^;i/= 2 : l); 
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NMR (CDCI3) : 3 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3. 10 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 7 Hz, 6H) 0 

5 mm (67) 

2- (3- (2- (5 2- (4 - t --r^-)^yjL-)U) **^y*- 




10 

TLC : Rf 0.50 I gfc$.x^;i/=2 : I)', 

NMR (CDCI3) : 8 7.90 (d, J = 8 Hz, 2H), 7.45 (d, J = 8 Hz, 2H), 7.20 (dd, J = 8, 8 
Hz, 1H), 6.90-6.75 (m, 3H), 4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 
2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H) 0 

15 

iiiJ (a*) 

2- (3- (2- (5 2 - (4-y^DA^y^7x^) jj-^-tf- 



20 




TLC : Rf 0.42 ! R=ggx^;W= 4 ; l); 

NMR (CDCI3) : 5 7.88 (d, J = 8.3 Hz, 2H), 7.26 (d, J = 8.3 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0Hz, 1H), 6.87-6.90 (m, 2H), 6.80 (m, 1H), 4.23 (t, J =6.8 Hz, 2H), 3.78 (s, 
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2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.53 (m, 1H), 2.37 (s, 3H), 
1.70-1.94 (m,4H), 1.30-1.53 (m, 6H) 0 

m m (6 9) 

5 2- (3- (5 2- (l, z-y***M >y>-5-j )u) 




10 TLC : Rf 0.50 > g^^f-;i/= 4 11); 

NMR (CDC1 3 ) : 8 7.55 (dd, J = 8.0, 1.8 Hz, 1H), 7.47 (d, J = 1.8 Hz, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 7.08-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 
2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.43 (s, 3H) 0 

15 mmmi (7 0) 

2- (3- (5 -^f-^- 2 - (4-^V7*nn';i/7x-;v) **^V-;i<- 
4-^;v^h^v) 7i^;i^f-^f-*) ^•^fji'ixfji' 




20 

TLC : Rf 0.50(^*^> : ftKxf)l/=4 I 1) ; 

NMR (CDa 3 ) : 8 7.93 (dd, J = 8.5, 2.0 Hz, 2H), 7.35-7.18 (m, 3H), 7.09-7.03 (m, 
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1H), 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.94 
(sep., J = 7.0 Hz, 1H), 2.43 (s, 3H), 1.27 (d, J = 7.0 Hz, 6H) 0 

mm (7 1) 

5 2- (3- (2- (4->f^-2-7xi^t^tV-Jl/-5-'f^) 




10 TLC : Rf 0.37 (^4r"frV I SRi^=3 ! 1) I 

NMR (CDC1 3 ) : <5 8.01-7.96 (m, 2H), 7.46-7.39 (m, 3H), 7.22 (t, J = 8.2 Hz, 1H), 

6.97-6.88 (m, 2H), 6.80 (m, 1H), 4.23 (t, J ■ 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.16 (t, J = 6.8 Hz, 2H), 3.08 (s, 2H), 2.22 (s, 3H)o 

15 IHiJ (7 2) 

2- (3- (2- (5 f-^- 2 - (3, 4-y^^/7x-^) 




TLC:Rf 0.18 : S^JC^;u=3 ; 1); 

NMR (CDCI3) : 6 7.56 (dd, J = 8.3, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8. 1, 8.1 Hz, 1H), 6.91 (d, J = 8.3 Hz, 1H), 6.87-6.91 (m, 2H), 6.80 (ddd, J = 
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8.1, 2.5, 1.0 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.78 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H) e 

* W mi (73) 

5 2- (3- (2- (5->f-^-2- (4 - h 'J 7)l<*u* F + y7xzjl/) 




TLC : Rf 0.62(^^r-9-> I SRi^=2 ! 1); 

NMR (CDC1 3 ) : <S 8.00 (d, J = 8 Hz, 2H), 7.30-7.15 (m, 3H), 6.95-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.40 (s, 3H) 0 

l i ti (7 4) 

2- (3- (2- (5-^^-2- (3, 4, 5 - h V * V * v7 
H3C-O 

CH 3 

110 



WO 99/46232 



PCT/JP99/01134 



TLC : Rf 0.24(^^-9- V\ gfcg£x^;i/=2 : 1) I 

NMR (CDC1 3 ) : 8 7.25-7. 15 (m, 3H), 6.95-6.75 (m, 3H), 4.25 (t, J = 7.5 Hz, 2H), 

3.95 (s, 6H), 3.90 (s, 3H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H) 0 

2- (3- (2- (5 -^f-^-2 - (4 -*f-;H^?S>>- 1 ->f;i/) * 
*-9-V-;u-4-'f;U) x^y) 7x-JMf;i^ft) gf=$ • ^;l/JC7.•f 




TLC : Rf 0.12 (ftixf^) ; 

NMR (CDCI3) : $ 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.20 (t, J = 
15 7.0 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.42 (t, J = 5.0 Hz, 4H), 3.09 (s, 2H), 2.95 (t, 
J = 7.0 Hz, 2H), 2.50 (t, J = 5.0 Hz, 4H), 2.34 (s, 3H), 2.26 (s, 3H)o 

2- (3- (2- (5-^^-2- (4-^Wt7i-^) 
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TLC:Rf 0.46 (gf=g£j.-^;l/ : s\*-f>= 1 12); 

NMR (CDC1 3 ) : $ 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H). 2.52 (s, 3H), 2.37 (s, 3H) a 

mm (7 7) 

2- (3- (2- (5 -**)v-2- (try y>- 2-4 



10 




TLC : Rf 0.60 (^*^> : ffiKxf^= 1 ; 2) ; 

NMR (CDCI3) : d 8.71 (m, 1H), 8.05 (m, 1H), 7.73 (m, 1H), 7.32 (m, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 6.76-6.92 (m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 
15 3.72 (s, 3H), 3.08 (s, 2H), 3.01 (t, J = 6.6 Hz, 2H), 2.44 (s, 3H) 0 

2- (3- (2- (5->^^-2- (f^7x>-2-'fJl/) 
-4-4^) .xh**>) 7 Ji-frtf-fr?-*) §fcg£ • p^u^^x^ 




TLC : Rf 0.40(^**> : ftK^f-^=3 : d; 

NMR (CDCI3) : S 7.58 (dd, J = 3.6, 1.3 Hz, 1H), 7.37 (dd, J = 5.0, 1.3 Hz, 1H), 
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7.21 (dd, J = 8.0, 8.0 Hz, 1H), 7.08 (dd, J = 5.0, 3.6 Hz, 1H), 6.87-6.91 (m, 2H), 
6.79 (m, 1H), 4.22 (t, J « 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.96 
(t, J = 6.6 Hz, 2H), 2.36 (s, 3H) 0 

5 j jfflj (7 9) 

2- (3- (2- (5->5 L ;W-2- (3--ho-4-^f;l'7x-;i/) t 



10 




TLC : Rf 0.42(^4r-9"> :ftK^-f-^=2 11)1 

NMR (CDC1 3 ) : S 8.55 (d, J = 1 Hz, 1H), 8. 10 (dd, J = 8, 1 Hz, 1H), 7.40 (d, J = 8 
Hz, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 
15 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.65 (s, 3H), 2.40 (s, 
3H) 0 

2- (3- (2- (5-^^;u-2- (4 -vMf-^T* /7i-;i/) 
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TLC : Rf 0.43(ftK^f-^ : ^^>=i : 2)1 

NMR (CDCI3) : S 7.83 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.95- 
6.75 (m, 3H), 6.71 (d, J = 9.0 Hz, 2H), 4.23 (t, J = 7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 3.01 (s, 6H), 2.96 (t, J = 7.0 Hz, 2H), 2.34 (s, 3H) D 

mmm 1 ( 8 1 ) 

2- (3- (2- (5 2 -v^n^>-^;i/^4r-9-V-;W-4 -4 )V) 



10 




TLC : Rf 0A6(^^> : gj=®if-;l/=2 : l); 

NMR (CDC1 3 ) : S 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J = 6.5 Hz, 2H), 3.80 

(s, 2H), 3.75 (s, 3H), 3. 15 (m, 3H), 2.90 (t, J = 6.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.50 
15 (m, 8H) 0 

2- (3- (2- (5-^f-;u-2- (4-^f;V7x-;i/) *4r^V-;i/- 




TLC : Rf 0.54 (^**> I R:®X^;i/=2 : 1); 

NMR (CDCI3) : 5 7.86 (d, J = 8.0 Hz, 2H), 7.28-7.15 (m, 3H), 6.88-6.76 (m, 3H), 
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4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 
3H), 2.36 (s, 3H) 0 

mmm 1 (83) 

5 2- (3- (2- (5-^^-2- (4-x^;U7ji-;p) ***fV-)V- 
4-4)V) xKv) 7i-;i') g^K-^f-;UiXf;w 




10 TLC:Rf 0.56(^^-9" >! ^J-f-^=2 : 1) ; 

NMR (CDC1 3 ) : S 7.90 (d, J = 8.0 Hz, 2H), 7.30-7. 16 (m, 3H), 6. 88-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.68 (q, 
J = 7.6 Hz, 2H), 2.37 (s, 3H), 1.26 (t, J = 7.6 Hz, 3H) G 

is mmi (8 4) 

2- (3- (2- (5-^^;u-2- (4-ynn>7x-^) t^W-fr 




20 

TLC : Rf 0.59(^^r-9-> : g^i?J.^;l/=2 : 1); 

NMR (CDC1 3 ) : 8 7.88 (d, J = 8.4 Hz, 2H), 7.27-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 

4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.62 (t, J 
= 7.5 Hz, 2H), 2.36 (s, 3H), 1.66 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) 0 
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IMP (8 5) 

2- (3- (2- (5 - (4-fV^n^7xi^) 




TLC : Rf o.66(^*-9-> :ftKJcf-^=2 : l); 

NMR (CDC1 3 ) : S 7.89 (d, J = 8.4 Hz, 2H), 7.34-7. 15 (m, 3H), 6.88-6.75 (m, 3H), 

10 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 3.04- 
2.86 (m, 1H), 2.36 (s, 3H), 1.28 (s, 3H), 1.25 (s. 3H) G 

mm (8 6) 

2- (3- (2- (5->f-^-2- (4- 7i^) 




TLC : Rf 0.60 I gfcgfcx •?-;!/= 2 : 1); 

20 NMR (CDCI3) : S 7.88 (d, J = 8.2 Hz, 2H), 7.27-7. 15 (m, 3H), 6.90-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.51 (d, 
J = 5.4 Hz, 2H), 2.36 (s, 3H), 2.00-1.76 (m, 1H), 0.92 (s, 3H), 0.89 (s, 3H) e 

116 



WO 99/46232 



PCT/JP99/0U34 



gfiftflHl (8 7) 

2- (3- (2- (5-^^;W-2- (4-t-/f;V7x-;l/) 



5 




TLC:Rf 0.57 (^^-9" > : ftlxf*=2 1) ; 

NMR (CDC1 3 ) : S 7.90 (d, J = 8.6 Hz, 2H), 7.44 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 

6.88-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 
10 6.6 Hz, 2H), 2.37 (s, 3H), 1.34 (s, 9H) 0 

mm (3 3) 

2- (3- (2- ( 5 - ^ f iV - 2 -y ^ nyn e^t+tV-^- 4 - >f ;v) 

15 

O 

TLC : Rf 0.47(ftKJ-f">H ^"9->=l : 1)1 

NMR (CDC1 3 ) : 5 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4. 15 (t, J = 

20 7.0 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.84 (t, J = 7.0 Hz, 2H), 2.22 (s, 
3H), 1.97 (m, 1H), 1.05-0.90 (m, 4H) D 

mm (8 9) 
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2- (3- (2- (5-* 3-^-2- (4- (1, 2, 3-f7v77-;i/- 




TLC : Rf 0.75 I gfclfcj.?-;^ 2 : 1); 

NMR (CDCI3) : 5 8.72 (s, 1H), 8.13 (s, 4H), 7.22 (t, J = 8.0 Hz, 1H), 6.93-6.77 

(m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.09 (s, 2H), 3.00 (t, J = 
10 6.6 Hz, 2H), 2.41 (s, 3H) C 

mmmi (90) 

2- (3- (2- (5-^7-^-2- (4- 2, 3 -f-T 

15 -;u^f;i/ft) ii-^f^x^f^ 




CH 3 



TLC:Rf 0.89 (^^"9" > : gfc$a^;u=2 : l); 
20 NMR (CDC1 3 ) : 5 7.21 (t, J = 7.4 Hz, 1H), 6.94-6.74 (m, 3H), 4.24 (t, J = 6.6 Hz, 

2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.6 Hz,, 2H), 
2.42 (s, 3H)o 
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2- (3- (2- (5 -^f-^-2 - (4-n^fy7i-^) iir^V-)V 



5 




TLC:Rf 0.38 (^^r"t> I flH8x*-/U-2 I 1); 

NMR (CDd 3 ) : d 7.91 (d, J = 9.0 Hz, 2H), 7.20 (m, 1H), 6.94 (d, J = 9.0 Hz, 2H), 

6.88-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.85 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 
10 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

2- (3- (2- (5 -^f-^- 2 - (3, 4-y^*v7x-)l/) 




CH 3 



TLC :Rf 0.17 I ft&xf-/l,= 2 : 1); 

NMR (CDCI3 + CD3OD) : «5 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 
20 1H), 7.21 (m, 1H), 6.91 (d, J = 8.2 Hz, 1H), 6.89-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 
2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H) 0 
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mm LS-3J 

2- (3- (2- (5-^f-^-2- (1, fr) 




tlc : Rf o.44(^^^f> : ^i^;w=2 : l); 

NMR (CDQ 3 ) : 8 7.52 (dd, J = 8.2, 1.8 Hz, 1H), 7.44 (d, J = 1.8 Hz, 1H), 7.21 (m, 
10 1H), 6.99-6.76 (m, 4H), 6.01 ( s, 2H), 4.22 (t, J = 6. 6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

2- (3- (2- (5-^^-2- (3, 4, 5-HJ^f^v7x^) 




TLC : Rf 0.28(^+-^^ : ^^^^=2 : l); 
20 NMR (CDC1 3 ) : S 7.28-7. 17 (m, 3H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 
3.94 (s, 6H), 3.89 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
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3H) 0 

mmu (95) 

2- (3- (2- (5 -t^lV- 2 - (4-PJ7^tn^h^y7x-;i') 




TLC : Rf 0.61 (^^y \ ^if^= 2 ! 1)1 
10 NMR (CDC1 3 ) : 5 8.01 (d, J = 8.6 Hz, 2H), 7.32-7. 16 (m, 3H), 6.89-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
3H) 0 

Mmm\ (9 e) 

15 2- (3- (2- (5 - (2, 2-Vy)Vtu-\, 3-^** 




F 



TLC:Rf 0.52 I W9P-**'=2 \ l)\ 

NMR (CDa 3 ) : 8 7.75 (dd, J = 8.4, 1.8 Hz, 1H), 7.68 (d, J = 1.8 Hz, 1H), 7.21 (m, 
1H), 7.10 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 
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3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) 0 
mm (9 7) 

2- (3- (2- (5 2- (4-b'j7;i/to^f;i/ft7x-;i/) 
5 **-9-!/-A'-4--f/i/) xF^v) 7x-;MfJVft) gfcgfc • 




10 TLC : Rf 0.45 (^-fr fj=$.x?-;l/= 3 II); 

NMR (CDC1 3 ) : 5 8.02 (d, J = 8.4 Hz, 2H), 7.70 (d, J = 8.4 Hz, 2H), 7.21 (t, J = 

7.8 Hz, 1H), 6.91-6.73 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.08 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H) 0 

15 amm 1 (98) 

2- (3- (2- (5 -^f-^-2 - (4-v7;7x-^) 

4 — i)V) i^y) 7x-;Mf;i/ft) Wfi& • ^fWfA' 




TLC : Rf 0.35(^*^> :ft»xf-A/=2 I 1)1 

NMR (CDa 3 ) : d 8.08 (d, J = 8.4 Hz, 2H), 7.71 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
6.75-6.94 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 
2.99 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H) 0 
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mmm 1 (99) 

2- (3- (2- (5 - * f-fl' - 2 - (7y> -2-4 

5 




tlc : Rf o.32(^^-t> : ft^f-;u=2 I 1); 

NMR(CDC1 3 ) : 8 7.52 (m, 1H), 7.21 (m, 1H), 6.86-6.96 (m, 3H), 6.79 (m, 1H), 

10 6.51 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 
(t, J m 6.6 Hz, 2H), 2.37 (s, 3H) e 

mm (10 0) 

2- (3- (5 -tTfr-l-J ^-)\s***fV-)\<-4->i )V) >b^fy) 
15 7x-Jl^) ftg^f^f;!/ 




TLC : Rf 0.69 ftRxf^=2 ! 1); 

20 NMR (CDC1 3 ) : S 7.98-8. 10 (m, 2H), 7.40-7.54 (m, 3H), 7.26 (m, 1H), 6.86-7.00 

(m, 3H), 4.99 (s, 2H), 3.68 (s, 3H), 3.61 (s, 2H), 2.44 (s, 3H) 0 
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gfifcfri i (ion 

2- (3- (2- (5-^f^-2-7x-;i/f7/-;i/-4-'f;i/) 



5 




TLC : Rf 0.56 (^#"9- > I ^®?xf-;i/= 2 II); 

NMR (CDC1 3 ) : 5 7.90-7.81 (m, 2H), 7.46-7.35 (m, 3H), 7.25-7. 16 (m, 1H), 6.87- 

6.78 (m, 3H), 4.32 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 19 (t, J = 6.8 Hz, 
10 2H), 2.46 (s, 3H) 0 

mm Q 02) 

2- (3- (3- (5->fil'-2-7x^l/tW-;l'-4-'f^) 7*D 




TLC : Rf 0.42(^*^> I ^xf^=2 : 1); 

NMR (CDCI3) : 5 7.94-8.04 (m, 2H), 7.36-7.50 (m, 3H), 7.22 (m, 1H), 6.76-6.90 
20 (m, 3H), 3.98 (t, J = 6.2 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 2.70 (t, J = 7.0 Hz, 2H), 
2.28 (s, 3H), 2.15 (m, 2H) C 
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liil Q P.3J 

2- (3- (2- (2-7x-;i/*W-^-4-'f^) xKv) 7 zl- 



5 




TLC : Rf 0.53(^^r"9-> : ft8xfA/= 2 : 1); 

NMR (CDC1 3 ) : 5 7.96-8.08 (m, 2H), 7.57 (s, 1H), 7.40-7.52 (m, 3H), 7.24 (m, 
1H), 6.80-6.92 (m, 3H), 4.28 (t, J = 6.6 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 3.09 (t, J 
10 = 6.6 Hz, 2H) 0 

iifli (104) 

2- (3- (2- {5-*+fr-2- (4-y^OA^7i^) 




TLC : Rf 0.67 (^-fr > : gfc$x^;l/ = 2 11); 

NMR (CDCI3) : 5 7.88 (d, J = 8.4 Hz, 2H), 7.26 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
20 6.77-6.86 (m, 3H), 4.23 (t, J = 7.0 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 
7.0 Hz, 2H), 2.55 (m, 1H), 2.36 (s, 3H), 1.73-7.87 (m, 4H), 1.30-1.60 (m, 6H) C 

1 (105) 

2- (3- (2- (5-^f-;U-2- (3-^on-4->fJV7i-;P) ir 
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5 TLC : Rf 0.53 > : gfc$x-^;W = 2 I 1 ) ; 

NMR (CDa 3 ) : S 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 8.0, 1.8 Hz, 1H), 7.28 (d, 
J = 8.0 Hz, 1H), 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.23 (t, J = 6.7 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.96 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 2.37 (s, 3H) D 



10 mmmi (10 6) 

2- (3- (2- (5-*f-^-2- (4->^W^7i-^) 




TLC : Rf 0.31 {^*4T> gf=gg.x?-^= 2 \ \) \ 

NMR (CDC1 3 ) : 8 7.84 (d, J = 9.0 Hz, 2H), 7.21 (m, 1H), 6.78-6.87 (m, 3H), 6.71 

(d, J = 9.0 Hz, 2H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3.01 (s, 6H), 
2.95 (t, J = 6.8 Hz, 2H), 2.34 (s, 3H) e 

ft/ Ml (10 7) 

2- (3- (2- (5-xf;b-2-7x^t+t > /-^-4-'fJl') 
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TLC:Rf o.6i (^+-9-> : S^^^;u=2 : l) ; 

5 NMR (CDC1 3 ) : S 7.94-8.04 (m, 2H), 7.37-7.50 (m, 3H), 7.21 (m, 1H), 6.76-6.89 

(m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 
2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J = 7.6 Hz, 3H) e 

mmm\ (108) 

10 2- (3- (2- (5-^^-2- (4 -7f-;u7i-;i/) **^v*-;u- 
4-4 )V) JCb^rv) 7x^)1') ||^f)l/X7f;i' 




H 3 C 

15 TLC : Rf 0.62 > : ftSif^= 2 : 1); 

NMR (CDCI3) : S 7.88 (d, J = 8.6 Hz, 2H), 7. 16-7.28 (m, 3H), 6.76-6.90 (m, 3H), 
4.23 (t, J = 6.8 Hz, 2H), 3.69 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.64 (t, J 
= 7.0 Hz, 2H), 2.36 (s, 3H), 1.62 (m, 2H), 1.34 (m, 2H), 0.93 (t, J = 7.4 Hz, 3H) G 

20 mm 1 (109) 

2- (3- (2- (5 ->f-;U-2- (4-^oo7x-JP) **^f-)V- 
4-j)U) x^v) 7i-)V) SK^W^f^ 
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TLC : Rf 0M(^^> I ^Kxf-;i/= 2 I 1)1 

NMR (CDa 3 ) : 5 7.91 (d, J = 8.6 Hz, 2H), 7.40 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96(t, J = 6.6 
Hz, 2H), 2.37 (s, 3H) 0 

Wmi (110) 

2 - (3 - (2 - (5 2- (f*7x>-2H^) * 

10 -4 --OP) xf*->) 7x-;U) fMR- ^f-A'X^/U 




TLC : Rf 0.43(^^^> : g^®?x^;i/=2 I 1); 
15 NMR (CDC1 3 ) : 8 7.58 (dd, J = 3.7, 1.2 Hz, 1H), 7.36 (dd, J = 5.2, 1.2 Hz, 1H), 
7.22 (m, 1H), 7.08 (dd, J = 5.2, 3.7 Hz, 1H), 6.77-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 
2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

mm 1 (HI) 

20 2 - (3 - (2 - (5 -^^-2- (77>-2 >U- 4 
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TLC : Rf 0.33(^^r^> : St^f"^=2 I 1); 

NMR (CDCI3) : 6 7.51 (m, 1H), 7.21 (m, 1H), 6.92 (d, J = 3.4 Hz, 1H), 6.78-6.87 
5 (m, 3H), 6.50 (dd, J = 3.4, 1.8 Hz, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H) e 

mm 1 (112) 

2- (3- (2- (5-^^;u-2- (t?y yy-z-sov) **vs-)v- 

10 A-Jfr) oih^v) 7i-*) SK^f^^f;!' 




TLC: Rf 0.57 (gfc&^'l') J 
15 NMR (CDCI3) : S 8.70 (m, 1H), 8.05 (m, 1H), 7.78 (ddd, J = 7.8, 7.8, 1,6 Hz, 1H), 

7.31 (m, 1H), 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 
3.57 (s, 2H), 3.00 (t, J = 6.6 Hz, 2H), 2.43 (s, 3H) 8 

n mi (1 1 3) 

20 2 - (3 - (2 - (5 -^f-^-2- (2-* +)\y~7 **-9-y'-;u- 
4-^;i/) xh^y) 7x-)i/) ffcgg • ^f-;i/x*r;i/ 
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CH 3 



TLC : Rf 0.76 (^#-9- > : gfcg£^f-;U= 2 : l); 

NMR (CDC1 3 ) : 8 7.91 (m, 1H), 7. 19-7.34 (m, 4H), 6.78-6.87 (m, 3H), 4.25 (t, J = 

5 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.8 Hz, 2H), 2.65 (s, 3H), 2.37 (s, 
3H) 0 

mmm i ullai 

2- (3- (2- (5 f-;U- 2 - 
10 4--f;i^) xb^y) 7i-)l') K^f^fll' 




H 3 C 

TLC : Rf 0.55(^4f"*> : ^i^;l/=2 : 1); 
15 NMR (CDCI3) : 5 7.75-7.82 (m, 2H), 7. 17-7.35 (m, 3H), 6.78-6.86 (m, 3H), 4.24 

(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H), 
2.37 (s, 3H) 0 

m m I (US) 

20 2 - (3 - (2 - (5 -^^-2- (4-h'J7HD>fJl/7i-^) * 
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TLC : Rf 0.57(^*-9-> ! g^g|xf-;i/=2 ! 1); 

NMR (CDCI3) : <J 8.09 (d, J = 8.4 Hz, 2H), 7.68 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 

5 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99(t, J = 6.6 
Hz, 2H), 2.40 (s, 3H) 0 

m m (1 1 6) 

2- (3- (2- (5-^^-2- (4 -7 )\s*U? *^-9-y-;p 




TLC :Rf 0.51 (^^> g£®.x^;i/= 2 \ 1); 
15 NMR (CDCI3) : d 7.91-8.04 (m, 2H), 7.05-7.24 (m, 3H), 6.75-6.92 (m, 3H), 4.23 
(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H)» 

mm (H7) 

2- (3- (2- (5-^-^-2- (4-y7;7x-^) ir^^-^- 
20 4-^>P) x^y) 7xxji/) ^ . ptf-^jc^r^ 
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TLC : Rf 0.37 I ff=g£x-f ;W= 2 1) ', 

NMR (CDC1 3 ) : S 8.07 (d, J = 8.8 Hz, 2H), 7.71 (d, J = 8.8 Hz, 2H), 7.22 (m, 1H), 

6.78-6.87 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 
5 6.6 Hz, 2H), 2.40 (s, 3H)o 

Ml QJL3J 

2- (3- (2- (5-^^-2- (4-^f-;u-l, 2, 3-f7y7V 
10 ;i/JC7.r^ 



TLC :Rf 0.49 (^^r-f > : ft^Xf-;i/= 2 : 1)1 
15 NMR (CDCI3) : 8 7.22 (m, 1H), 6.78-6.87 (m, 3H), 4.23 (t, J = 6.2 Hz, 2H), 3.68 

(s, 3H), 3.58 (s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.2 Hz, 2H), 2.41 (s, 3H)„ 
IMP (119) 

2- (3- (2- (5 -^f-^-2 - (2, 3, 5, 6 -r h 7 7;U*n - 4 
20 -^f^7i-JH **-9-V-;i/-4->f ;u) xKv) 7x-;i/) gfc® • * 




CH 3 



CH 3 
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F F 



TLC : Rf 0.58 I ft»xfn/=2 I 1) ; 

NMR (CDC1 3 ) : 8 7.20 (m, 1H), 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 
5 (s, 3H), 3.58 (s, 2H), 3.02 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H), 2.33 (s, 3H) D 

IMP (12Q) 

2- (3- (2- (5-^^-2- (3--hD-4-^f JWx-JV) * 
ttV-A'-A ^h^rv) 7x-;i/) @f=$ • ^;i/a^-r;u 



0 2 N 




TLC:Rf 0.33(^^-t> :M-x.^-;u=2 ! 1); 

NMR (CDCI3) : S 8.55 (d, J = 1.6 Hz, 1H), 8.09 (dd, J = 8.0, 1.6 Hz, 1H), 7.41 (d, 

15 J = 8.0 Hz, 1H), 7. 19 (m, 1H), 6.70-6. 88 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.64 (s, 3H), 2.40 (s, 3H) 0 

MM! 1 (12 1) 

2- (3- (2- (5-^f-^-2-v^n^\^v;l/^^r-9-v*-;i/-4--f;W) 
20 x^y) 7x^)P) ftlS-^mf^ 
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TLC : Rf 0.50(^*"9-> : ftKJ-f-^=2 : d; 

NMR (CDCI3) : $ 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4. 15 (t, J - 6.7 Hz, 2H), 3.69 
5 (s, 3H), 3.58 (s, 2H), 2.87 (t, J = 6.7 Hz, 2H), 2.69 (m, 1H), 2.24 (s, 3H), 1.96-2.08 
(m, 2H), 1.20-1.86 (m, 8H) 0 

mmm 1 (122) 

2- (3- (2- (5-*f-/u-2 -v*n^>-f ;u**-9-*/-;l/-4 ->f fr) 
10 xh^y) 7x-M ^^f^i^f^ 




TLC : Rf 0.50(^^r"9"> : ft8xffl/= 2 I 1); 
15 NMR (CDC1 3 ) : <J 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4. 15 (t, J = 6.7 Hz, 2H), 3.69 
(s, 3H), 3.58 (s, 2H), 3.11 (m, 1H), 2.86 (t, J = 6.7 Hz, 2H), 2.24 (s, 3H), 1.58-2.12 
(m, 8H) 0 

Mm 1 (12 3) 

20 2 - (3 - (2 - (5 2 - (4-^>fA'7i-Jl/) t^V-)V 
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TLC : Rf 0.55 (^^"t ^ I ft^X •?■;!/= 2 : 1); 

NMR (CDC1 3 ) : S 7.88 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.17 (m, 1H), 
5 6.70-6.88 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 2H), 2.96(t, J = 6.8 
Hz, 2H), 2.63 (t, J = 7.6 Hz, 2H), 2.36 (s, 3H), 1.64 (m, 2H), 1.20-1.42 (m, 4H), 
0.89 (t, J = 6.6 Hz, 3H) 0 

10 2- (3- (2- (5-*f-;i/-2- (tf V V >- 4 -4)\<) ^^-f-fr- 




15 TLC : Rf 0.22 > I #$x-^;i/= 1 : 1 ) ; 

NMR (CDC1 3 ) : $ 8.90 (d, J = 6 Hz, 2H), 7. 85 (d, J = 6 Hz, 2H), 7.20 (dd, J = 8, 8 

Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 
(s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.45 (s, 3H) 0 

20 wm±_iu2£±_ 

2- (3- (2- (5 -^f-^-2 - v>-3 -4 )V) 
A-4)V) -Xh^rv) 7x-)l/) gfcgg • ^f^f^ 
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TLC : Rf 0.33 (^*^> : ftR^f-^= 1 : 3); 

NMR (CDC1 3 ) : S 9.22-9. 18 (m, 1H), 8.61 (dd, J = 5.0 Hz, 1.8 Hz, 1H), 8.25-8. 19 
5 (m, 1H), 7.37-7.16 (m, 2H), 6.85-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.66 (s, 3H), 
3.56 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) 0 

mm (126) 

2- (3- (2- (5-^7-^-2- (try v y-A 

10 4-^^) xfJfy) 7x-)V) SS^fKXf)!' 




Rf 0.25 e^-fr y : Sixfii'= 1 : 3 ) ; 

15 ' NMR (CDCI3) : 5 8.71-8.67 (m, 2H), 7.83-7.80 (m, 2H), 7.26-7. 17 (m, 1H), 6.86- 
6.79 (m, 3H), 4.24 (t, J = 6.4 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.4 Hz, 
2H), 2.40 (s, 3H) 0 

mfm 1 (127) 

20 .2- (3- (2- (5 2 - (4-^ f-ji'^^y'Jy- 1 -a f- 
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TLC : Rf 0.39(?nn*;l/A : ^ ?S-)V=2 0 : 1) \ 

NMR (CDC1 3 ) : 8 7.21 (m, 1H), 6.77-6.85 (m, 3H), 4. 19 (t, J = 7. 1 Hz, 2H), 3.68 
5 (s, 3H), 3.58 (s, 2H), 3.42 (m, 4H), 2.94 (t, J = 7. 1 Hz, 2H), 2.50 (m, 4H), 2.33 (s, 
3H), 2.25 (s, 3H) 0 

mm (128) 

2- (3- (2- (5-^f;v-2-7x^tHV-^-4-'f^) xl« 
10 *v) 7x-W Hf->) fifcK- t -7f;^f Jl/ 




TLC : Rf 0.79 (fttfeif-^ : ^^-9">= 1 : l); 
15 NMR (CDCI3) : S 7.98 (m, 2H), 7.50-7.35 (m, 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 
6.95-6.80 (m, 3H), 4.58 (s, 2H), 4.25 (t, J =6.5 Hz, 2H), 3.96 (s, 2H), 2.98 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 1.47 (s, 9H) 0 

mm 1 (12 9) 

20 2 - (3 - (2 - (5 -^f-^-2- (eVy>-3-^f^) tW/-*- 
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TLC : Rf 0.14 (^^"9"^ I Hsft-xf-Jl^ 1 I 2)\ 

NMR (CDC1 3 ) : S 9.20 (d, J = 2 Hz, 1H), 8.65 (dd, J = 5, 2 Hz, 1H), 8.25 (m, 1H), 
5 7.35 (m, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.75 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 
3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H) 0 

mm (130) 

2- (3- (2- (5 2 - (4->Wt7z-;P) 




TLC : Rf 0.39 (^^ I ftKxf-^=2 : 1); 
15 NMR (CDCI3) : S 7.88 (d, J = 8.6 Hz, 2H), 7.27 (d, J = 8.6 Hz, 2H), 7. 17 (dd, J = 

7.8, 7.6 Hz, 1H), 6.70-6.88 (m, 3H), 4.22 (t, J =6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H) 0 

mm® 1 (131) 

20 2 - (3 - (2 - (5-^f^-2-y^D7'oe^Hy-^-4-'fJl/) 
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TLC : Rf 0.39(^\4r^> : S8xf;i/= 1 : 1); 

NMR (CDC1 3 ) : S 7.26-7. 16 (m, 1H), 6. 85-6.76 (m, 3H), 4. 14 (t, J = 6.8 Hz, 2H), 
5 3.68 (s, 3H), 3.57 (s, 2H), 2.83 (t, J = 6.8 Hz, 2H), 2.21 (s, 3H), 2.04-1.90 (m, 1H), 
1.01-0.89 (m, 4H) 0 

mm f 1 3 2) 

2- (3- (2- (5-/^)^-2- (4--l>o7x^) t#^V*-;U- 
10 4-^;V) x^y) 7i-^) ffiSi ■ ^^J-^r^ 




TLC : Rf 0.57 (^*-9-> : SK^f-^=4 : 3) ; 
15 NMR (CDQ3) : S 8.29 (d, J = 9.0 Hz, 2H), 8.13 (d, J = 9.0 Hz, 2H), 7.22 (m, 1H), 
6.77-6.87 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.86 (s, 3H), 3.58 (s, 2H), 3.00 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H) 0 

iiii (133) 

20 2 - (3 - (2 - (5 -^f-^-2 - (^>i;>-2->f^) /I/ - 
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TLC : Rf 0.38(^^-^> : ^xf-;U=4 : 3) ; 

NMR (CDCI3) : $ 8. 17-8.29 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 
5 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 
3.05 (t, J = 6.6 Hz, 2H), 2.49 (s, 3H) 0 

mi&m\ (134) 

2- (3- (2- (5-^^-2- (3-h'J7^n>f^y7x-;i/) 




TLC : Rf 0.46(^+"9"> : ftK^f-^=2 I 1); 
15 NMR (CDCI3) : S 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.82 (m, 1H), 7.45 (t, J = 
7.8 Hz, 1H), 7.28-7. 17 (m, 2H), 6.88-6.77 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H) 0 

iiflj Q 3 5) 

20 2 - (3 - (2 - (5 -^ f-*-2- (2- h 'J 7^*n> h^rv7x-;U) 
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OCF 3 



CH 3 



CH 3 



TLC : Rf 0.43 (^*"V-> : gfc$J^;i/ = 2 II); 

NMR (CDCI3) : S 8. 11-8.04 (m, 1H), 7.49-7.31 (m, 3H), 7.27-7. 16 (m, 1H), 6.88- 
5 6.76 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.6 Hz, 
2H), 2.39 (s, 3H) 0 

mm iiAAi 

2- (3- (2 - (4-^f;i'-2-7x-^W/-;i'- 5-^ AO x h 
10 *v) 7x-Jl/) ftK.^f^f^ 



TLC : Rf 0.37(^^-9"> : ft||xf;V=2 : 1); 
15 NMR (CDCI3) : 5 8.02-7.95 (m, 2H), 7.49-7.38 (m, 3H), 7.28-7.18 (m, 1H), 6.90- 

6.77 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 16 (t, J = 6.8 Hz, 
2H), 2.22 (s, 3H) 0 

mm (13 7) 

20 2 - (3 - (2 - (5 2- (1, 3-v*W>/>-5-'f;i') 
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CH 3 
CH 3 



TLC : Rf 0.83 : gfc$xf-;U = 1 : 1); 

NMR (CDC1 3 ) : S 7.51 (dd, J = 8.0, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.24 (t, 

5 J = 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.58 (s, 2H), 4.23 (t, J = 6.8 Hz, 
2H), 3.96 (s, 2H), 2.95 (t, J = 6.8 Hz, 2H), 2.35 (s, 3H), 1.48 (s, 9H) e 



2- (3- (4- (4-^f;i'7x-;i/) f7V-;v- 2 h+v) 7 

10 



l^^jtL^^fe (0.51 g) h7t KD75 V 

15 (8mU 1 : 1) <^S£i£?fc«fl¥U 2N-7K$ft-fHJ7A;jc« 
(3.2ml) ^O^T, m£-C3P#TO#L^o EM^V#»^^j!)nx.T , 

U TI5«€£#1-**3&TO^ (0.39g) fcUfco 
20 TLC : Rf 0.37 (gfc$X^;l/) ; 

NMR (CDCl 3 +4 drop of CD3OD) : S 7.77 (2H, d, J=8.0Hz), 7.45 (1H, s), 7.23- 




OH 
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7.31 (3H, m), 6.91-7.05 (3H, m), 5.42 (2H, s), 3.83 (2H, s), 3.08 (2H, s), 2.39 (3H, 

S)o 

mmm uj ^m&m (137) 
%mm 1 r»js Ltzit&m<DKt> ^ \z%mm 1(1) -~%mm 1 (137) 

^*fcg»2 (1) 

6- (3- (4- (4-^f^7x-Jt/) f7V-^-2-'f;^ h^y) 7 




TLC : Rf 0.41 (^^r^> : ftg?if-;u= i : d; 

NMR (CDC1 3 ) : 5 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.28-7. 16 (3H, m), 6.90- 
6.78 (3H, m), 5.42 (2H, s), 2.60 (2H, t, J=7.5Hz), 2.39 (3H, s), 2.34 (2H, t, 
J=7.5Hz), 1.76-1.54 (4H, m), 1.46-1.24 (2H, m) 0 

mm (2) 

5- (3- (H*7x-^-4-^JMKy) 7z-^) 
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TLC : Rf 0.49 (ffc$xf-;P) ; 

NMR (CDCI3) : $ 7.58-7.64 (4H, m), 7.35-7.53 (5H, m), 7.21 (1H, m), 6.78-6.84 
5 (3H, m), 5.09 (2H, s), 2.62 (2H, t, J=7.0Hz), 2.38 (2H, t, J=7.0Hz), 1.64-1.72 (4H, 
m)o 

mu m 2 o) 

4- (3- (e7xiA/-4-^^h**» 7 jc-;U) 7** 

10 




TLC : Rf 0.67 (gfc$x^;l/) ', 

NMR (d 6 -DMSO) : S 7.62-7.66 (4H, m), 7.31-7.51 (5H, m), 7.14 (1H, dd, J=7.5, 
15 7.5Hz), 6.71-6.82 (3H, m), 5.07 (2H, s), 2.52 (2H, t, J=7.0Hz), 2.06 (2H, t, 
J=7.0Hz), 1.74 (2H, tt, J=7.0, 7.0Hz) o 

mm (4) 

4- (3- (4- f-TV*-;U-2 ->f )\>* h*v) 7 
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5 TLC : Rf 0.63 OBftSP-* )V) ; 

NMR (CDC1 3 ) : $ 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.23 (2H, d, J=8.0Hz), 
7.22 (1H, m), 6.81-6.88 (3H, m), 5.41 (2H, s), 2.66 (2H, t, J=7.5Hz), 2.38 (3H, s), 
2.36 (2H, t, J=7.5Hz), 1.96 (2H, tt, J=7.5, 7.5Hz) 0 

10 *mm2 (5) 

4- (3- (2- (5 2 - 7xiHW-A'-4 --f/U) jc h 




15 

TLC : Rf 0.47 (ffc&Xf-;U) ; 

NMR (CDCI3) : <S 7.94-8.02 (2H, m), 7.39-7.48 (3H, m), 7.18 (1H, m), 6.72-6.78 
(3H, m), 4.23 (2H, t, J=6.6Hz), 2.98 (2H, t, J=6.6Hz), 2.64 (2H, t, J=7.2Hz), 2.38 
(3H, s), 2.35 (2H, t, J=7.2Hz), 1.95 (2H, tt, J=7.2, 7.2Hz) 0 

20 

(6) 
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6- (3- (2- -7i-;i'*4f-if-V-;i'-4--OU) x(- 



TLC:Rf 0.41 (^oo^A : * ? 15:1); 

NMR (CDC1 3 ) : S 8.02-7.91 (2H, m), 7.49-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.78-6.69 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.58 (2H, t, 
J=7.5Hz), 2.38 (3H, s), 2.34 (2H, t, J=7.5Hz), 1.75-1.54 (4H, m), 1.45-1.25 (2H, m) 0 

mm (7) 

5- (3- (2- (5-^f^-2-7x-;l/i^t > /-^-4->f;V) xh 



TLC : Rf 0.36(?nn*;i/£ : * ?;-)\,= 1 5 : 1) I 

NMR (CDCI3) : S 8.04-7.92 (2H, m), 7.49-7.36 (3H, m), 7.17 (1H, t, J=8.0Hz), 

6.78-6.68 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.68-2.53 (2H, m), 
20 2.45-2.30 (5H, m), 1.79-1.56 (4H, m)„ 

mm («) 

2- (3- (3- (fcT7i-;i'-4->ni'> h*v) 7x-;U) T'ot'^ft) 
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5 TLC : Rf 0.38 n n *)UA> : * ? J ~)V= 1 0 I 1 ) ; 

NMR (CDC1 3 ) : 8 7.35-7.64 (9H, m), 7.22 (1H, m), 6.78-6.86 (3H, m), 5.09 (2H, 
s), 3.25 (2H, s), 2.70 (2H, t, J=7.5Hz), 2.67 (2H, t, J=7.5Hz), 1.94 (2H, tt, J=7.5, 
7.5Hz) 0 

10 mmm2 (9) 

2- (3- (3- (4- (4 -^f-;U7x-;u) f7'/-^-2-f^f* 




15 

n-C:Rf 0.41 (^od*u : ?y-;i/= 1 0 : l) ; 

NMR (CDCI3) : 5 7.75 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.18-7.26 (3H, m), 6.80- 

6.91 (3H, m), 5.44 (2H, s), 3.23 (2H, s), 2.71 (2H, t, J=7.4Hz), 2.65 (2H, t, 
J=7.4Hz), 2.38 (3H, s), 1.93 (2H, tt, J=7.4, 7.4Hz) 0 
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2(10) 

6- (2- (2- (5->f^-2-7x-)l/t^y-;i'-4-'fM il> 




tlc : Rf o.50(^nn^;i/A : > ^y-;i/= i o : 1) ; 

NMR (CDC1 3 ) : $ 7.95-8.00 (2H, m), 7.39-7.44 (3H, m), 7.07-7. 17 (2H, m), 6.81- 
10 6.88 (2H, m), 4.23 (2H, t, J=6.7Hz), 3.00 (2H, t, J=6.7Hz), 2.57 (2H, t, J=7.3Hz), 
2.37 (3H, s), 2.30 (2H, t, J=7.4Hz), 1.46-1.69 (4H, m), 1.22-1.40 (2H, m) c 

2(11) 

2- (3- (t*7x^-4-^Ml>^v) 7i-;MfW*) Wflfc 

15 




TLC : Rf 0.39(^K^f-^) I 

NMR (CDCI3) : d 7.60-7.64 (4H, m), 7.22-7.53 (6H, m), 6.89-7.02 (3H, m), 5. 11 
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(2H, s), 3.83 (2H, s), 3.10 (2H, s)o 

mmm a 2) 

2- (3- (2- (5-^f^-2-7x^t^'/-^-4-^l/) 
5 7x-;MW*) gfc$ 




1LC:Rf 0.33(S^i?^f-^) ; 
10 NMR (CDCI3) : 5 7.95-8.00 (2H, m), 7.40-7.47 (3H, m), 7.21 (1H, dd, J=8.0, 

8.0Hz), 7.03 (1H, dd, J=2.0, 1.0Hz), 6.88 (1H, ddd, J=8.0, 3.0, 2.0Hz), 6.81 (1H, 
ddd, J=8.0, 3.0, 1.0Hz), 4.28 (2H, t, J= 7.5Hz), 3.86 (2H, s), 3.16 (2H, s), 2.98 (2H, 
t, J=7.5Hz), 2.39 (3H, s) c 

15 ^#601] 2(13) 

5- (2- (2- (5-*7-fr- 2-7x-W^V-^- 4 a. V 




20 

TLC:Rf 0.58(?nn*;i^ ; ^ ?/-;u=9 : 1); 

NMR (CDC1 3 ) : 5 8.00-7.95 (2H, m), 7.50-7.35 (3H, m), 7.20-7.05 (2H, m), 6.90- 
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6.80 (2H, m), 4.25 (2H, t, J = 7 Hz), 3.05 (2H, t, J = 7 Hz), 2.60 (2H, t, J = 7 Hz), 
2.40 (3H, s), 2.35 (2H, t, J = 6 Hz), 1.80-1.50 (4H, m) 0 

%fifcfll2 (1 4) 

5 6- (2- (4- (4-^f^7x-JI/) f7y-^-2-^M^y) 7 



10 TLC:Rf 0.76(ftS?if-^) 

NMR (CDC1 3 ) : <5 7.79 (2H, d, J=8.4Hz), 7.44 (1H, s), 7.15-7.26 (4H, m), 6.91- 

6.98 (2H, m), 5.41 (2H, s), 2.73 (2H, t, J=7.4Hz), 2.38 (3H, s), 2.36 (2H, t, 
J=7.3Hz), 1.62-1.78 (4H, m), 1.37-1.52 (2H , m) c 

15 1112 U 5j 

2- (3- (3- (2- (5-^f)l'-2-7x-^tW-^-4-'f;l') 





20 



TLC : Rf 0.42(^nn*;l/A : p« ^y-;u= 1 o : 1) ; 
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NMR (CDa 3 ) : S 7.94-7.98 (m, 2H), 7.41-7.44 (m, 3H), 7.16 (dd, J = 7.7, 7.7 Hz, 
1H), 6.89 (m, 1H), 6.72-6.76 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.23 (s, 2H), 3.01 (t, 
J = 7.2 Hz, 2H), 2.72 (t, J = 6.7 Hz, 2H), 2.66 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 1.94 
(tt, J = 6.7, 6.7 Hz, 2H)o 

5 

mm (i 

2- (3- (2- (Vf7x-;W-4-'f^) i^y) 7x-;Mf^ft) 
ft® 




TLC : Rf 0.43(^nn^;UA : o : l); 

NMR (CDC1 3 ) : 8 7.52-7.61 (m, 4H), 7.34-7.47 (m, 5H), 7.23 (dd, J = 8.0, 8.0 Hz, 
1H), 6.80-6.92 (m, 3H), 4.21 (t, J = 6.8 Hz, 2H), 3.81 (s, 2H), 3.14 (t, J = 6.8 Hz, 
15 2H), 3.11 (s, 2H)o 

mm (1 7) 

2- (4 pn-3 - (2- (5 2 -V ^-frtZ-W-fr-A 
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TLC : Rf 0.38 (tJc : * y : ? n n =1 : 10: 100); 
NMR (CDC1 3 ) : d 7.99 (m, 2H), 7.50-7.40 (m. 3H), 7.28 (d, J = 8.0 Hz, 1H), 7. 15 
(d, J = 2.0 Hz, 1H), 6.82 (dd, J = 8.0, 2.0 Hz, 1H), 6.30 (br., 1H), 4.38 (t, J = 6.5 Hz, 
2H), 3.85 (s, 2H), 3.18 (s, 2H), 3.03 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H) 0 

% m nz (IS) 

2- (4-*nn-3- (4- (4-^^7x^) f-7 V*-;u- 2 -- f )V 



10 




tlc : Rf 0.42 ^00*^=1 : 1 o : 1 o o ) ; 

NMR (CDCI3) : 8 7.73 (d, J = 8.0 Hz, 2H), 7.44 (s. 1H), 7.33 (d, J = 8.0 Hz, 1H), 
7.22 (d, J = 8.0 Hz, 2H), 7.11 (d, J = 2.0 Hz, 1H), 6.91 (dd, J = 8.0, 2.0 Hz, 1H), 
15 5.50 (s, 2H), 3.80 (s, 2H), 3.04 (s, 2H), 2.37 (s, 3H) e 

^ftSfll 2(19) 

2- (3- (£7x — JU-4 ->f )\/* -4-^DD7x-WW 

20 
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TLC:Rf 0.34 (tK : * 9 J -to \ ^nn*H=l : 1 0 : 1 0 0) ; 
NMR (CDC1 3 ) : 6 7.65-7.35 (m, 9H), 7.33 (d, J = 8.0 Hz, 1H), 7.01 (d, J = 2.0 Hz, 
5 1H), 6.87 (dd, J = 8.0, 2.0 Hz, 1H), 5.20 (s, 2H), 3.79 (s, 2H), 3.02 (s, 2H) C 

mmm 2(20) 

2 - (3 - ( (2 e) -3 - (tr 7x-^-4 -4*0 -rui—friT^i/) 7 

10 




TLC : Rf 0.29(?OD*;i/A : ?y-;i/= io:i); 

NMR (CDCI3) : 5 7.22-7.62 (m, 10H), 6.74-6.97 (m, 4H), 6.45 (dt, J = 16.0, 5.6 
15 Hz, 1H), 4.73 (d, J = 5.6 Hz, 2H), 3.84 (s, 2H), 3.12 (s, 2H) e 

mm (2 1) 

2- (3- (3- (tf7x — ;l/-4 -4 /U) 7*n^v) 7xiWf^ft) 
&® 
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TLC : Rf 0.29(?nn*;l/A : * ? S-)ls=2 0:1)1 
5 NMR (CDC1 3 ) : 8 7.19-7.61 (m, 10H), 6.78-6.93 (m, 3H), 4.00 (t, J = 6.1 Hz, 2H), 
3.82 (s, 2H), 3.12 (s, 2H), 2.86 (t, J = 7.6 Hz, 2H), 2.14 (tt, J = 7.6, 6.1 Hz, 2H) 0 

£ffi ffl2 (2 2) 

2- (3- (2- (5-^^-2-7x^^/-^-4-^^) 
10 3rv) 7i-^) ^•^^fil' 




TLC : Rf 0.52(^nn*;i/A : ^ ^y-;i/=9 I 1) ; 
15 NMR(CDC1 3 ): S 8.00-7.90 (m, 2H), 7.45-7.35 (m, 3H), 7.20 (t, J = 7.5 Hz, 1H), 

6.90-6.75 (m, 3H), 4.20 (t, J = 7 Hz, 2H, ), 3.60 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.35(s, 3H) 0 

IMP (23) 

20 2 - (3 - (tf7i-;i/-4 h*v) f'Jy>-5 — fJMf-/Uf-:t) 

mil 
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TLC : Rf 0.14 (tK I * t J-)\> \ ?DD*H= 1 I 10! 100); 
5 NMR (DMSade) : 8 8.27 (d, J = 3.0 Hz, 1H), 8. 12 (d, J = 1.5 Hz, 1H), 7.75-7.30 
(m, 10H), 5.23 (s, 2H), 3.83 (s, 2H), 3.15 (s, 2H) C 

2- (3- (4* -7 , ne;wkf7x-;i/-4 -<<)V* h#v) 7x-;MfjP 
10 **) Bfcjg 



H 3 C 




TLC : Rf 0.41 (gfc®x?-;W) ; 
15 NMR(CDC1 3 ): S 7.60 (d, J = 8.3 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.48 (d, J = 
8.3 Hz, 2H), 7.26 (dd, J = 7.8, 7.8 Hz, 1H), 7.25 (d, J = 8.2 Hz, 2H), 6.88-7.01 (m, 
3H), 5. 10 (s, 2H), 3.83 (s, 2 H), 3. 10 (s, 2H), 2.63 (t, J = 7.4 Hz, 2H), 1.68 (tq, J = 
7.4, 7.4 Hz, 2H), 0.97 (t, J = 7.4 Hz, 3H) Q 
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mm (2 5) 

2- (3- (4- (\£ V v>-4--f AO 7x-JM h^ry) 7x-;Mf^ 




TLC : Rf 0.47(^nn*;l/A : ^ ^/-;u=5 : 1) ; 

NMR (CDC1 3 + 17 drops of CD3OD) : 8 8.53 (d, J = 5.8 Hz, 2H), 7.61 (d, J = 8.0 
Hz, 2H), 7.49-7.52 (m, 4H), 7.18 (dd, J = 7.7, 7.7 Hz, 1H), 6.80-6.95 (m, 3H), 5.07 
(s, 2H), 3.76 (s, 2H), 3.02 (s, 2H) 0 

2 ( 2 fi ) 

2- (3- (4- (fc* U v>-3 -4*0 7x-;M h*y) 7xz;Mf;b 




TLC : Rf 0.44(^nn^;l/A : p< ^y-;U=5 ! 1) ; 

NMR (DMSO-d 6 ) : <J 8.88 (d, J = 1.5 Hz, 1H), 8.56 (dd, J = 4.8, 1.5 Hz, 1H), 8.05 
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(m, 1H), 7.72 (d, J = 8.0 Hz, 2H), 7.54 (d, J = 8.0 Hz, 2H), 7.48 (m, 1H), 7. 19 (dd, J 
= 8.0, 8.0 Hz, 1H), 6.86-6.9 9 (m, 3H), 5.11 (s, 2H), 3.73 (s, 2H), 2.99 (s, 2H) 0 

mm! (2 7) 

5 2- (3- (4- (1, 3-vt*t'f>y>-5->f;i') 7x-W h*v) 




10 TLC : Rf 0.28 nn*;i/A : ^ 5 J -;i/= l 0 : 1) ; 

NMR (CDC1 3 ) : (5 7.53 (d, J = 8. 1 Hz, 2H), 7.47 (d, J = 8. 1 Hz, 2H), 7.26 (dd, J = 
7.8, 7.8 Hz, 1H), 6.86-7.07 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.83 (s, 2H), 3.10 (s, 
2H) 0 • 

15 ^*fcflll2 (2 8) 

2- (3- (4- (H*V 7x-W^y) 7i-;i^-^ 




157 



WO 99/46232 



PCT/JP99/01134 



TLC : Rf 0.50(? nn*;i/A : *$ry-/u = 10: 1); 

NMR (CDC1 3 +3 drops of CD 3 OD) : S 8.64 (ddd, J = 5.0, 1.6, 1.4 Hz, 1H), 7.90 (d, 

J = 8.6 Hz, 2H), 7.67-7.82 (m, 2H), 7.51 (d, J = 8.6 Hz, 2H), 7.18-7.29 (m, 2H), 
5 6.84-6.94 (m, 3H), 5.13 (s, 2H), 3 .77 (s, 2H), 3.00 (s, 2H) e 

mifom 2(29) 

2- (5- (tT7i-;^-4 -4)l>* h^rv) -2--hD7i-;MW 




TLC : Rf 0.40 on*W : * ?/-)V = 1 o : 1) ; 

NMR (CDCI3) : 8 8. 16 (d, J = 9.0 Hz, 1H), 7.56-7.65 (m, 4H), 7.32-7.51 (m, 5H), 

15 7.04 (d, J = 2.8 Hz, 1H), 6.99 (dd, J = 9.0, 2.8 Hz, 1H), 5.21 (s, 2H), 4.25 (s, 2H), 
3.09 (s, 2H) 0 

mmm (so) 

2- (3- (t*7x-^-4-^M -4--hn7x-;MW 
20 *) 
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TLC : Rf 0.25(^on*jl/A:^;-^=10: d; 

NMR (CDCI3) : S 7.85 (d, J = 8.4 Hz, 1H), 7.35-7.64 (m, 9H), 7.17 (d, J = 1.6 Hz, 
5 1H), 7.00 (dd, J = 8.4, 1.6 Hz, 1H), 5.29 (s, 2H), 3.84 (s, 2H), 3.03 (s, 2H) Q 

m mm (3 u 

2- (3- (4- (1, Z-vjr* J t4>y>-A-'()V) 7i-JM h+y) 




TLC : Rf 0.35(^on*;i/A ; ^ ^y-;i/= 1 0 : 1) ; 

NMR (CDC1 3 ) : 8 7.73 (d, J = 8.5 Hz, 2H), 7.50 (d, J = 8.5 Hz, 2H), 7.25 (dd, J = 
15 8.0, 8.0 Hz, 1H), 6.80-7.08 (m, 6H), 6.01 (s, 2H), 5. 11 (s, 2H), 3.82 (s, 2H), 3.08 (s, 
2H) 0 

2- (3- (2-7x-my-^/-4->f^^ h+v) 7x-;MW 
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5 TLC : Rf 0.42 n a ; ^ * / -;P= 1 0 : 1 ) ; 

NMR (CDC1 3 ) : «J 8.80 (brs, 1H), 7.90-7.96 (m, 2H), 7.40-7.45 (m, 3H), 7.32 (s, 
1H), 7.25 (dd, J = 7.8, 7.8 Hz, 1H), 6.89-7.03 (m, 3H), 5.27 (s, 2H), 3.82 (s, 2H), 
3.09 (s, 2H) 0 

10 (3 3) 

2- (3- (2- (5->^;U-2- (4->f^7i-^) **^f-)\>- 
4-4 )V) x^y) 7xxjMfHt) Bfc& 




15 

TLC : Rf 0.42(?on*;i/A ; ^ 1 0 : 1) I 

NMR (CDCI3) : S 7.86 (d, J = 8.0 Hz, 2H), 7.25-7.17 (m, 3H), 7.07 (s, 1H), 6.88 
(d, J = 7.8 Hz, 1H), 6.80 (dd, J = 8.0, 1.4 Hz, 1H), 4.29 (t, J = 7.7 Hz, 2H), 3.87 (s, 
2H), 3.18 (s, 2H), 2.96 (t, J = 7.7 Hz, 2H), 2.39 (s, 3H), 2.37 (s, 3H) 0 

20 

MffiM 2 (34) 

2- (3- (2- (2-7x-W/-;V-4-'fJV) xh^ry) 7i-)b 
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TLC : Rf 0.46(^nn*;WA : ^ ^y-;i/= 1 0 : 1) ; 
5 NMR (CDC1 3 ) : S 7.90-7.95 (m, 2H), 7.39-7.46 (m, 3H), 7.23 (dd, J = 7.8, 7.8 Hz, 

1H), 7.08 (s, 1H), 6.81-6.98 (m, 3H), 4.38 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 3.30 (t, J 
= 7.0 Hz, 2H), 3.12 (s, 2H ) c 

%M W2 (3 5) 

10 2- (3- (2- (5->^;i'-2 - (4-h')7Wn^f;i/7x^;l/) * 




15 TLC : Rf 0.27 D □ '. } $ J —)V= 10! 1)1 

NMR (CDC1 3 ) : £ 8.09 (d, J = 9.0 Hz, 2H), 7.70 (d, J = 9.0 Hz, 2H), 7.22 - 6.79 

(m, 4H), 4.29 (t, J = 7.5 Hz, 2H), 3.86 (s, 2H), 3.17 (s, 2H), 2.99 (t, J = 7.5 Hz, 2H), 
2.42 (s, 3H) 0 

20 ^#112 (3 6) 

2- (3- (2- (2-7 ^-)V**y-V-)V- 4-4 )V) .xb^v) 7 jl- 
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TLC : Rf 0.34(? uu*)],£< ; * ? J -;i/= 1 0 I 1) ; 

NMR (CDC1 3 ) : S 7.99-8.04 (m, 2H), 7.58 (s, 1H), 7.42-7.47 (m, 3H), 7.23 (dd, J 
5 = 7.7, 7.7 Hz, 1H), 6.89-6.95 (m, 2H), 6.83 (dd, J = 7.7, 2.5 Hz, 1H), 4.30 (t, J = 7. 1 
Hz, 2H), 3.84 (s, 2H), 3.14 (s, 2H), 3.08 (t, J = 7.1 Hz, 2H) e 

mm (3 7) 

2- (3- (2- (5-^^-2 - (4-7JU*n7x-^) *W/-JU 
10 —4 — f >U) -xh^rv) 7x-;MWt) 



TLC : Rf 0.39(^on*;l/£ : p< ?y-;i/ = 10: 1) ; 
15 NMR (CDCI3) : S 7.97 (dd, J = 8.8, 5.2 Hz, 2H), 7.24-7.07 (m, 3H), 6.97 (m, 1H), 
6.89 (d, J = 7.6 Hz, 1H), 6.79 (dd, J = 8.0, 1.8 Hz, 1H), 4.25 (t, J = 7.1 Hz, 2H), 
3.82 (s, 2H), 3.13 (s, 2H), 2.9 7 (t, J = 7.1 Hz, 2H), 2.37 (s, 3H) Q 

mmm 2 (38) 

20 2 - (3 - (2 - (5 -^7-^-2- (1, ypy-S-Jfr) 
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TLC : Rf 0.30(>on*^A : ^^y-;i/= 1 o : 1); 

NMR (CDC1 3 ) : S 7.53 (d, J = 8.4 Hz, 1H), 7.44 (d, J = 2.0 Hz, 1H), 7.21 (t, J = 
5 7.9 Hz, 1H), 7.05 (s, 1H), 6.90-6.78 (m, 3H), 6.02 (s, 2H), 4.27 (t, J = 7.4 Hz, 2H), 
3.87 (s, 2H), 3.18 (s, 2H), 2,95 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H) 0 

mmm (3 9) 

5- (3- (3- (5->^-2-7x-jkt^t < /-^-4-^l') 7"n 
10 7x-^) s<>9>& 




TLC : Rf 0.63(^nn^;PA : ^ ^y-;i/=9 : 1) ; 
15 NMR (CDCI3) : S 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.15 (m, 1H), 6.80-6.70 

(m, 3H), 4.00 (t, J = 6 Hz, 2H), 2.75 (t, J = 7 Hz, 2H), 2.60 (m, 2H), 2.35 (m, 2H), 
2.30 (s, 3H), 2.15 (m, 2H), 1.75-1.60 (m, 4H) Q 

mm®2 (4 0) 

20 2 - (3 - (2 - (5 -*l-)l<- 2 - (4-^007i-)l/) 
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tlc : Rf 0.29(^nn^;wA : * 9 j \ o : 1) ; 

NMR (CDC1 3 ) : S 7.92 (d, J = 8.8 Hz, 2H), 7.41 (d, J = 8.8 Hz, 2H), 7.21 (t, J = 
5 7.9 Hz, 1H), 7.02 (m, 1H), 6 89 (d, J = 8.0 Hz, 1H), 6.81 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3 86 (s, 2H), 3.16 (s, 2H) , 2.97 (t, J = 7.8 Hz, 2H), 2 39 (s, 3H) Q 

(4 1) 

2- (3- (5->f^-2-7x-;i/tH , /-;i/-4->f;Mh^y) 7 
10 gfcgg 




TLC : Rf 0.37(^nn*;i/A : ^ ^y-;i/=9 : 1) ; 
15 NMR (CDCI3) : 8 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 
1H), 7.05 (m, 1H), 6.95-6.85 (m, 2H), 5.05 (s, 2H), 3.80 (s, 2H), 3.15 (s, 2H), 2.45 
(s, 3H) 0 

mm (4 2) 

20 2 - (3 - (3 - (5 ->f;V-2-7x-;^^rtV-;U-4-'f;i') "fu 

71-^^fw) %m. 
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TLC : Rf 0.42(^nn*;i/A : ^ ^y-;U=9 I 1) ; 

NMR (CDCI3) : 8 8.00 -7.90 (m, 2H), 7.45-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 

5 1H), 6.95-6.85 (m, 2H), 6.80 (m, 1H), 4. 15 (t, J = 6.5 Hz, 2H), 3.85 (s, 2H), 3. 10 (s, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.30 (s, 3H), 2.10 (m, 2H) e 

W&m (43) 

2- (3- (2- (5-^f;i'-2-7xxjl/t ; lrt/-;i'-4-^;V) xF 
10 +y) 7zx;V) -2-^f^7nyOH 




TLC : Rf 0.51 (?on*;l/.£s : ^ *? j-)\,= 10: 1) ; 
15 NMR (CDCI3) : S 7.96-8.01 (m, 2H), 7.40-7.45 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 
1H), 6.92-6.98 (m, 2H), 6.78 (m, 1H), 4.22 (t, J = 6.6 Hz, 2H), 2.98 (t, J = 6.6 Hz, 
2H), 2.36 (s, 3H), 1.57 (s, 6H )„ 

mm (4 4) 

20 2 - (3 - (2 - (5 -^f-^-2 - (2-^f;P7xx;v) 
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TLC : Rf 0.38(^0 n 9 J -fr= 1 0 \ 1) ; 

NMR (CDCI3) : 8 7.89 (m, 1H), 7.33-7. 17 (m, 4H), 6.99-6.79 (m, 3H), 4.29 (t, J = 
5 7.2 Hz, 2H), 3.83 (s, 2H), 3.12 (s, 2H), 2.99 (t, J = 7.2 Hz, 2H), 2.61 (s, 3H), 2.39 (s, 
3H) 0 

mm (4 5) 

2- (3- (2- (5 2- **"9-V-;t/- 
10 4 — f JV) xh^fy) 7x-JMWt) §fc$ 




TLC: Rf 0.39 nn*M : > ? ; -)V= 10:1); 
15 NMR (CDCI3) : S 7.79 (m, 2H), 7.37-7. 17 (m, 3H), 7.03 (m, 1H), 6.88 (d, J = 7.4 

Hz, 1H), 6.81 (m, 1H), 4.28 (t, J = 7.2 Hz, 2H), 3.86 (s, 2H), 3. 16 (s, 2H), 2.98 (t, J 
= 7.2 Hz, 2H), 2.40 (s, 3H), 2.39 (s, 3H) C 

MfaM 2 (46) 

20 2 - (3 - (2 - (5 -^f-^-2 - (4-^h^y7i-^) 
-4-j)V) Xh^y) 7x-Wf;Vft) gfc$ 
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TLC:Rf o.43(?nn*;PA : * ?y-;i/= l 0 ': 1); 

NMR (CDCI3) : S 7.92 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 7.9, 7.9 Hz, 1H), 7.05 (m, 
5 1H), 6.95 (d, J = 9.0 Hz, 2H), 6.78-6.90 (m, 2H), 4.27 (t, J = 7.4 Hz, 2H), 3.86 (s, 
2H), 3.85 (s, 3H), 3.17 (s, 2H), 2.96 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H) C 

mmm 2(47) 

2- (3- (2- (5-^^-2- (4 b 0 7x-;U) ±*W-)U- 
10 x^y) 7i-JMWt) gfc$ 




H,C:Rf 0.48 (? DD*H : * 9 J -;i/= 9 ! 1 ) ; 
15 NMR(CDC1 3 ): 5 8.29 (d, J = 9.0 Hz, 2H), 8. 13 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 

8.0, 8.0 Hz, 1H), 6.88-6.94 (m, 2H), 6.80 (dd, J = 8.0, 1.6 Hz, 1H), 4.27 (t, J = 6.5 
Hz, 2H), 3.82 (s, 2H), 3.13 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H)„ 

Xi m 2 (4 8) 

20 2 - (3 - (2 - (S-*m<-2-7*-)l'**W-)U-4-y( )V) 
*v) -5-^OD7x-)Mfm) 
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TLC : Rf 0.26 nn#;UA : * 9 J : 1 0 0 : 1 0 : 1 ) ; 
NMR (CDC1 3 ) : <5 7.95-8.00 (m, 2H), 7.41-7.47 (m, 3H), 6.93 (m, 1H), 6.89 (m, 
5 1H), 6.81 (dd, J = 2.0, 2.0 Hz, 1H), 4.27 (t, J = 7.2 Hz, 2H), 3.81 (s, 2H), 3.17 (s, 
2H), 2.97 (t, J = 7.2 Hz, 2H), 2. 39 (s, 3H) e 

mmm (4 9) 

2- (3- (2- ( 5 f 2 -7x-;Ut^tV'-Jl/- 4 - >f ;v) 
10 *v) -2-^f*7x-JU>f^/ft) fttt 




TLC : Rf 0.29(^nn*;i^A : > ^y-;i/= 1 0 : 1) I 
15 NMR (CDC1 3 ) : 5 8.00-7.95 (m, 2H), 7.45-7.40 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 

6.85-6.78 (m, 2H), 4.23 (t, J = 6.5 Hz, 2H), 3.84 (s, 2H), 3.13 (s, 2H), 3.01 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 2.22 (s, 3H) 0 

mm (5 0) 

20 2 - (1 - (3 - (2- (5 2 --7jl-;u^^-9-V-;1/-4 ->f )V) 
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CH 3 



KJ o 



OH 



CH 3 



TLC : Rf 0.38 (^no*;^ ; ^ ?y-;u= 1 0 : 1) ; 

NMR (CDC1 3 ) : 8 8.00-7.94 (m, 2H), 7.46-7.39 (m, 3H), 7.23 (t, J = 7.8 Hz, 1H), 
5 7.01 (brs, 1H), 6.93 (brd, J = 8.0 Hz, 1H), 6.83-6.78 (m, 1H), 4.27 (t, J = 7.2 Hz, 
2H), 4.18 (q, J =7.0 Hz, 1H), 3.06 (d, J = 15.6Hz, 1H), 3.04(d, J= 15.6 Hz, 1H), 
2.96 (t, J = 7.2 Hz, 2H), 2.38 (s, 3H), 1.58 (d, J = 7.0 Hz, 3H) 0 

mm (5 1) 

10 2- (3- (2- (5-^f^-2-7x-JV^*tV r -;i/-4-'f;i/) -1 




15 TLC : Rf 0.37 n n*;i/ A : * 9 J -)V= 1 0 I 1 ) ; 

NMR (CDCI3) : S 8.00-7.94 (m, 2H), 7.45-7.38 (m, 3H), 7. 18 (t, J = 7.2 Hz, 1H), 

7.04 (brs, 1H), 6.89-6.77 (m, 2H), 4.77 (m, 1H), 3.83 (s, 2H), 3.16 (d, J = 15.0 Hz, 
1H), 3.10 (d, J = 15.0 Hz, 1H), 3.01 (dd, J = 14 .2, 5.4Hz, 1H), 2.63 (dd, J = 14.2, 
7.8 Hz, 1H), 2.35 (s, 3H), 1.34 (d, J - 6.2 Hz, 3H) 0 

20 

mmm 2(52) 

2- (3- (2- (5-F'J7;vto^f;i/-2-7x-^t#t , /-^-4 
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TLC : Rf 0.23(?nn*;UA : *t;-)U=2 0 : 1); 
5 NMR (CDC1 3 ) : S 8.10-8.01 (m, 2H), 7.58-7.42 (m, 3H), 7.22 (t, J = 8.0Hz, 1H), 
6.96-6.87 (m, 2H), 6.81 (m, 1H), 4.31 (t, J = 7.0 Hz, 2H), 3.81 (s, 2H), 3.20 (t, J = 
7.0 Hz, 2H), 3.10 (s, 2H)„ 

mMH 2 (5 3) 

io 2- (3- (2- (5-^f-^-2-7x-;i/**«9-y-ji/-4 -4)i>) /D 




15 TLC : Rf 0.38 : ftixfA'- 1 : 3) ; 

NMR (CDC1 3 ) : 5 8.00-7.91 (m, 2H), 7.38-7.33 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 

6.83-6.67 (m, 3H), 4.18-3.94 (m, 2H), 3.67 (s, 2H), 3.15 (m, 1H), 3.08 (s, 2H), 2.31 
(s, 3H), 1.34 (d, J = 7.0 Hz, 3H) 0 

20 mm (54) 

2- (3- (2- (5-^^-2-7x-;vt^t/-;i/-4-'fJl') x h 
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TLC : Rf 0.37(?nn*;UA ; *?J-)\s=\ 0 : 1); 

NMR (CD3OD) : S 7.98-7.93 (m, 2H), 7.50-7.41 (m, 3H), 7. 15 (t, J = 7.8 Hz, 1H), 

5 6.94-6.86 (m, 2H), 6.76 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.73 (d, J = 13.2 Hz, 1H), 
3.72 (d, 13.2 Hz, 1H) 3.27 (q, J = 7.0 Hz, 1H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H), 
1.34 (d, J = 7.0 Hz, 3H) 0 

mm 2 (55) 

10 2- (3- (2- (5 2 - (4-if;i/7i-;i/) 




15 TLC : Rf 0.33 (3ft I * 9 J —to \ ?DO*;WA = 1 : 10! 100); 

NMR (CDCI3) : 8 7. 88 (d, J = 8. 5 Hz, 2H), 7. 26 (d, J = 8. 5 Hz, 2H), 7. 20 (dd, J = 

8.0, 8.0 Hz, 1H), 7.01 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
2.5 Hz, 1H), 4.26 (t, J = 7.0 Hz, 2H), 3.8 4 (s, 2H), 3.15 (s, 2H), 2.97 (t, J = 7.0 Hz, 
2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.25 (t, J = 7.5 Hz, 3H) e 

20 

(5 6) 

2- (3- (2- (5 -pff-^-2- (2, 2->'7^tn-l, 3-v** 
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F 



5 TLC : Rf 0.31 (tK I > 9 J-fr\ ^OD*W= 1 : 10 : 100)1 

NMR (CDC1 3 ) : £ 7.75 (dd, J = 8.5, 2.0 Hz, 1H), 7.69 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7.11 (d, J= 8.5 Hz, 1H), 6.96 (d, J = 2.5 Hz, 1H), 6.89 (d, 
J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.5 Hz, 1 H), 4.25 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 
3.14 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.38 (s, 3H) Q 

10 

mmi (57) 

2- (3- (2- (5-^^;w-2- (4-7'n^7i-)l/) ***yV-)V 



15 




tlc : Rf 0.50 ^00*^=1 : 10: 100); 

NMR (CDCI3) : 8 7.88 (d, J = 8.5 Hz, 2H), 7.24 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 

8.0, 8.0 Hz, 1H), 7.02 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
20 2.5 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.8 5 (s, 2H), 3. 16 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) e 
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2- (3- (2- (5-^f-;U-2- (4-^vyoH>7x-JP) **^V* 
-;l/-4->f;U) xh^y) 7x-;Mf;i/ft) gfcgg 



TLC : Rf 0.53 (7K I * 9 J —fr : ^dd*w=i : io: 100); 

NMR (CDCI3) : S 7.89 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0 Hz, 1H), 7.06 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.81 (dd, J = 8.0, 
10 2.5 Hz, 1H), 4.28 (t, J = 7.5 Hz, 2H), 3.8 7 (s, 2H), 3. 17 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.94 (m, 1H), 2.38 (s, 3H), 1.26 (d, J - 7.0 Hz, 6H) C 

2- (3- (2- (5-^f*-2-7x-Wy-;i'-4-'f;V) 

15 v) 7x-;Mfjvft) mk 



TLC :Rf 0.32(^OD*;i/A ; * 9S-)V= 1 0 I 1) I 
20 NMR (CDCI3) : 6 7.88-7.82 (m, 2H), 7.45-7.34 (m, 3H), 7.21 (t, J = 7.8 Hz, 1H), 
6.98 (m, 1H), 6.92-6.77 (m, 2H), 4.33 (t, J = 7.2 Hz, 2H), 3.83 (s, 2H), 3.20 (t, J = 
7.2 Hz, 2H), 3.12 (s, 2H), 2.47 (s, 3H) 0 
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2- (3- (2- (5 -**JU-2- (4-W7x-^) 



TLC : Rf 0.43(^DD^;UA : ^ ^y-;i/=9 : 1) ; 

NMR (CDC1 3 ) : 8 7.85 (d, J = 7 Hz, 2H), 7.30-7.05 (m, 3H), 7.05 (brs, 1H), 6.90- 

6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 2.95 (t, J = 8 Hz, 2H), 
10 2.60 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 Hz, 
3H) 0 

2- (3- (2- (5-x^-2-7x^HW-^-4-^) x h 
15 ^fy) fifc$ 



TLC : Rf 0.63(^no^;UA : ^ ^y-;i/=5 ! 1) ; 
20 NMR(CDa 3 ): S 7.96-8.01 (m, 2H), 7.40-7.47 (m, 3H), 7.21 (dd, J = 7.8, 7.8 Hz, 

1H), 7.04 (m, 1H), 6.88 (d, J = 7.8 Hz, 1H), 6.81 (dd, J = 7.8, 2.4 Hz, 1H), 4.28 (t, J 
= 7.5 Hz, 2H), 3.86 (s, 2H) , 3.17 (s, 2H), 2.98 (t, J =7.5 Hz, 2H), 2.75 (q, J = 7.4 
Hz,2H), 1.31 (t,J=7.4 Hz, 3H) e 




5 



H 3 C 
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**fcg*2 (6 2) 

2- (3- (2- 2 - (2, 3, 5, 6 -r h 7 7;u*n- 4 

5 11®? 

F F 

TLC : Rf 0.33 (?DD*W : J-)V= 15:1); 
10 NMR (CDCI3) : S 7.21 (t, J = 7.8 Hz, 1H), 6.97-6.75 (m, 3H), 4.26 (t, J = 7.0 Hz, 
2H), 3.82 (s, 2H), 3.12 (s, 2H), 3.02 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H), 2.33 (m, 3H)„ 

m mm (6 3) 

2- (3- (2- (5 -^^^-2 - (4-^Vf^7x-;i/) V*-;u 
15 -4-^V)x^v) 7x-;MW*) 




TLC:Rf 0.50(^nn*;UA : ^^/-;U=9 I 1); 
20 NMR (CDC1 3 ) : S 7.90 (d, J = 8 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (br., 1H), 6.90- 

6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 8 Hz, 2H), 
2.65 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.45-1.20 (m, 4H), 0.90 (t, J = 7 
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HZ, 3H)o 

mm (6 4) 

2- (3- (2- (5-^f-^-2- (3-^00-4-^f;l'7x-jV) * 




TLC : Rf 0.63 nn*;UA : * ? J -)V= 5 : 1) ; 
10 NMR (CDC1 3 ) : S 7.95 (d, J = 1.8 Hz, 1H), 7.76 (dd, J = 8.0, 1.8 Hz, 1H), 7.29 (d, 
J = 8.0 Hz, 1H), 7.21 (dd, J = 7.8, 7.8 Hz, 1H), 6.99 (m, 1H), 6.89 (m, 1H), 6.80 (m, 
1H), 4.26 (t, J = 7.1 Hz, 2 H), 3.84 (s, 2H), 3.15 (s, 2H), 2.97 (t, J = 7.1 Hz, 2H), 
2.40 (s, 3H), 2.38 (s, 3H) C 

15 mm 2 (6 5) 

2- (3- (2- (5->f^-2-y^nA^yjPtW-Ji'-4-'fJl') 
x^y) 7x-iMfm) 




20 

TLC : Rf 0.38(^nn*;l/A : ^ ^y-;u=9 : l); 

NMR (CD0 3 ) : S 7.20 (dd, J = 7.5, 7.5 Hz, 1H), 7.05 (br. 1H), 6.90-6.75 (m, 2H), 
4.20 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 2.85 (t, J = 8 Hz, 2H), 2.25 (s, 3H), 
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2.10-1.20 (m, 10H) o 

2- (3- (2- (5 -**JU-2 -v*n^*v;w**-9-V-;u-4 ->f )V) 

5 




TLC : Rf 0.22 n n : p( * y -;i/= l 0 : 1 ) ; 

NMR (CDC1 3 ) : 5 6.96 (m, 1H), 6.76-6.66 (m, 2H), 6.58 (m, 1H), 4.00 (m, 2H), 
10 3.48 (s, 2H), 3.07 (s, 2H), 2.74 (m, 2H), 2.62 (ra, 1H), 2.15 (s, 3H), 2.01-1.89 (m, 
2H), 1.80-1.15 (m, 8H) 0 

(6 6) 

2- (3- (2- (5 -**f-fr- 2 - (4- (2 -^f-^ynn°;i/) 7 j.-)\>) 




CH 3 



TLC : Rf 0.44(^nn^;l/A : ^ ^y-;l/=9 : 1) ; 
20 NMR (CDCI3) : 5 7.90 (d, J = 7 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (m, 1H), 6.95- 

6.75 (m, 2H), 4.25 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 8 Hz, 6H) 0 
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mmm (6 7) 

2- (3- (2- (5-^f-^-2- (4 - t -/f;V7x-)V) t*^/- 



5 




TLC : Rf 0.50(^nn*;WA : >< ^y-;p=9 : 1) ; 

NMR (CDC1 3 ) : 5 7.90 (d, J = 9 Hz, 2H), 7.45 (d, J = 9 Hz, 2H), 7.20 (dd, J = 8, 8 

Hz, 1H), 7.05 (br., 1H), 6.90-6.80 (m, 2H), 4.30 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 
10 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H) e 

1112 (6 8) 

2- (3- (2- (5-***-2- (4-/^nA^yjV7x-)l/) 




TLC : Rf 0.65(?no*;i/A ; j ?;-)\,= § \ l) ; 

NMR (CDC1 3 ) : 8 7.89 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 

20 8.0, 8.0 Hz, 1H), 7.03 (m, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.2 Hz, 
1H), 4.27 (t, J = 7.5 Hz, 2H) , 3.85 (s, 2H), 3.16 (s, 2H), 2.97 (t, J = 7.5 Hz, 2H), 
2.53 (m, 1H), 2.37 (s, 3H), 1.70-1.90 (m, 4H), 1.20-1.52 (m, 6H) 0 
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gfifcfll2 (6 9) 

2- (3- (S-*f-*-2- (1, 3 >^>-5 -'OU) 



5 




TLC : Rf 0.40(^na*;i/A : ^ ^y-;u= l o : 1) ; 

NMR (CDCI3) : $ 7.54 (dd, J = 8.0, 1.8 Hz, 1H), 7.46 (d, J = 1.8 Hz, 1H), 7.21 (d, 
J = 8.0 Hz, 1H), 7.07-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 2H), 
10 3.78 (s, 2H), 3.11 (s, 2H), 2.42 (s, 3H)o 

g*fc«2 (7 0) 

2- (3- (5-^^-2- (4-'(V7 , n^7x-;l/) 
4->f 7x-;Mf;i/ft) Bfc$ 




TLC : Rf 0.48(?no*;i^ ; ^ ^y-;u= 10 : 1) ; 

NMR (GDCI3) : 8 7.92 (d, J = 8.5 Hz, 2H), 7.34-7. 17 (m, 3H), 7.08-7.03 (m, 1H), 

20 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3.11 (s, 2H), 2.94 (sep., J = 7.0 Hz, 
1H), 2.44 (s, 3H), 1.26 (d, J = 7.0 Hz, 6 H) 0 
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t*feM2 (7 1) 

2- (3- (2- (4 - ^ f ^- 2 - 7x-;i/tn^-^- 5 - -f ^) xj. 




TLC:Rf 0.38(*nn*;i/A : * *y-;v= i o : 1) ; 

NMR (CDC1 3 ) : 5 8.00-7.95 (m, 2H), 7.49-7.37 (m, 3H), 7.22 (t, J = 8.0 Hz, 1H), 
10 6.95-6.76 (m, 3H), 4.23 (U = 7.0 Hz, 2H), 3.81 (s, 2H), 3.15 (t, J = 7.0 Hz, 2H), 
3.10 (s, 2H), 2.22 (s, 3H)„ 

g*fefl!2 (7 2) 

2- (3- (2- (5 - (3, 4-^^ h^v7i-;i/) **-9- 
15 V*-;P-4 xF^v) 7xx;Mf^ft) gfc$ 

H3C-O 

TLC : Rf 0.62(^nn*;l/A ; ^ ^y-;i/=5 : i) ; 
20 NMR (CDCI3) : S 7.57 (dd, J = 8.5, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7.04 (m, 1H), 6.91 (d, J = 8.5 Hz, 1H), 6.78-6.90 (m, 2H), 
4.28 (t, J = 7.5 Hz, 2H), 3.95 (s, 3H), 3.93 (s, 3H), 3.86 (s, 2H), 3.16 (s, 2H), 2.96 (t, 
J = 7.5 Hz, 2H), 2.38 (s, 3H) 0 
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^mm2 (73) 

2- (3- (2- (5 -^f-^-2 - (4-MJ7Won^y7x^;i/) 
fr*^/-*- 4.-4 AO xh + y) 7x-JMfWt) gj=$ 

5 




TLC : Rf 0.39(^nn*;i/A : p<^y-;i/=9 : 1); 

NMR (CDC1 3 ) : 8 8.00 (d, J = 8 Hz, 2H), 7.30 (d, J = 8 Hz, 2H), 7.20 (dd, J = 7.5, 
10 7.5 Hz, 1H), 7.00 (br. 1H) 6.90 (d, J = 7.5 Hz, 1H), 6.80 (dd, J = 7.5, 7.5 Hz, 1 H), 
4.25 (t, J = 7 Hz, 2H), 3.85 (s, 2H), 3.15 (s, 2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H) Q 

g*fcfll2 (74) 

2- (3- (2- (5 -p<f-^- 2 - (3, 4, 5- h'J> h#v7x-;V) 
15 jr*W-)\/-i-4)V) 7x-iMfil/ft) &m 




TLC : Rf 0.39(^nn*;UA : >^y-A/=9 : 1); 
20 NMR (CDCI3) : * 7.25-7.15 (m, 3H), 7.05 (m, 1H), 6.90-6.75 (m, 2H), 4.25 (t, J = 
7.5 Hz, 2H), 3.95 (s, 6H), 3.90 (s, 3H), 3.85 (s, 2H), 3.15 (s, 2H), 2.95 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H) 0 
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mm (7 5) 

2- (3- (2- (5 2 - (A-^^-^^yVy-l-^JV) * 




tlc : Rf 0.26 ^y-*: ?dd*H=1 : 10: 100); 
NMR (CDC1 3 ) : * 7.14 (dd, J = 7.5, 7.5 Hz, 1H), 6.88 (d, J = 7.5 Hz, 1H), 6.73 
10 (dd, J = 7.5, 2.0 Hz, 1H), 6.70 (d, J = 2.0 Hz, 1H), 4.27 (t, J = 6.5 Hz, 2H), 3.78 (s, 
2H), 3.55 (t, J = 5.0 Hz, 4H), 3. 14 (s, 2H), 2.90 (t, J = 6.5 Hz, 2H), 2.85 (t, J = 5.0 
Hz, 4H), 2.51 (s, 3H), 2.19 (s, 3H) 0 

15 2- (3- (2- (5 -^f-^- 2 - (4-^f^ft7x^;i/) jj-^-y- 




20 TLC : Rf 0.33 (Tfc \ * 9 J -to \ ;no*M=l : 10 : 100); 

NMR (CDC1 3 ) : S 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0Hz, 1H), 7.03 (dd, J = 2.5, 2.0 Hz, 1H), 6.88 (ddd, J = 8.0, 2.0, 1.0 Hz, 1H), 
6.80 (ddd, J = 8.0, 2.5, 1.0 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.16 (s, 
2H), 2.96 (t, J = 7.5 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H) Q 

182 
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mm (7 7) 

2- (3- (2- (5 -^f"^- 2 - (tfU v>-2->f t^tV-^- 




TLC : Rf 0.55(^nn^;i/A : ^ ^y-;u=5 : 1) ; 

NMR (CDC1 3 ) : d 8.77 (ddd, J = 4.9, 1.8, 0.8 Hz, 1H), 8.04 (ddd, J = 8.0, 1.2, 0.8 

10 Hz, 1H), 7.84 (ddd, J = 8.0, 7.6, 1.8 Hz, 1H), 7.38 (ddd, J = 7.6, 4.9, 1.2 Hz, 1H), 
7.23 (dd, J = 7.8, 7.8 Hz, 1 H), 7.10 (m, 1H), 6.92 (m, 1H), 6.81 (m, 1H), 4.34 (t, J = 
7.0 Hz, 2H), 3.85 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H) C 

^*fcgl!2 (7R) 

15 2- (3- (2- (5->f-;^-2- (f^7i^-2-^V) **^V-;i/ 
-4-^) JCb*v) 7i-iMWt) BE® 




20 TLC :Rf 0.52 (? o D*;i/A : * ? J -)V= 5 : 1 ) ; 

NMR (CDCI3) : S 7.64 (dd, J = 3.6, 1.2 Hz, 1H), 7.39 (dd, J = 5.0, 1.2 Hz, 1H), 
7.20 (dd, J = 7.8, 7.8 Hz, 1H), 7.09 (dd, J = 5.0, 3.6 Hz, 1H), 7.00 (m, 1H), 6.88 (m, 
1H), 6.80 (m, 1H), 4.25 (t, J = 7.4 Hz, 2H), 3.85 (s, 2H), 3.16 (s, 2H), 2.95 (t, J = 
7.4 Hz, 2H), 2.36 (s, 3H)» 
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iiii (79) 

2- (3- (2- (5-^-^-2- (3 FD-4-^f^7x-Jl/) * 

5 




TLC : Rf 0.40(g»x^;i/) ; 

NMR (CDC1 3 ) : 3 8.52 (s, 1H), 8.07 (d, J = 8.0 Hz, 1H), 7.39 (d, J = 8.0 Hz, 1H), 
10 7.18 (m, 1H), 6.70 - 7.00 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.11 (s, 2H), 
2.97 (t, J = 6.6 Hz, 2H), 2.61 (s, 3H), 2. 39 (s, 3H) Q 

mm (8 0) 

2- (3- (2- (5 ->f-;U- 2 - (4-^W^y7xi^) **-9- 
15 »/-^-4--f/l/) x).Jfy) 7i-Wf*f*) Bfc® 




OH 



TLC:Rf 0.47 (tK I ^ 9 J -fr \ ?nn#;i/A=l : 10: 100); 
20 NMR (CDCI3) : 5 7.84 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 7. 1 1 

(dd, J = 2.0, 1.0 Hz, 1H), 6.87 (dd, J = 8.0, 1.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.0 Hz, 
1H), 6.71 (d, J = 9.0 Hz, 2H), 4.29 (t, J = 8.0 Hz, 2H), 3.88 (s, 2H), 3.19 (s, 2H), 
3.02 (s, 6H), 2.94 (t, J = 8.0 Hz, 2H), 2.35 (s, 3H) e 
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mm (si) 

2- (3- (2- (5-^f-^-2-v^n^>f-;i/t^r^y-;i/-4-'f ;w) 



TLC : Rf 0.44(^nn*;i/A ; p< ^y-;i/=9 : 1) ; 

NMR (CDC1 3 ) : <J 7.20 (dd, J = 7.5, 7.5 Hz, 1H), 7. 10 (br., 1H), 6.85 (d, J = 7.5 

10 Hz, 1H), 6.80 (dd, J = 7.5, 1.5 Hz, 1H), 4.20 (t, J =7.5 Hz, 2H), 3.85 (s, 2H), 3.20 
(s, 2H), 3.15 (m, 1H), 2.85 (t, J = 7.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.60 (m, 8H) 0 

If* (2- (3- (2- (5-*?-^-2-v*n^>f-;u**-9-y-;u-4 

15 



TLC : Rf 0.29(^nn^;WA : p« ^y-;U= 1 0 ! 1) ; 

NMR (DMSO-d 6 ) : S 7. 18 (t, J = 8.0 Hz, 1H), 6.88-6.72 (m, 3H), 4.09 (t, J = 6.8 
20 Hz, 2H), 3.69 (s, 2H), 3. 19-3.00 (m, 1H), 2.96 (s, 2H), 2.84 (s, 2H), 2.78 (t, J = 6.8 
Hz, 2H), 2.21 (s, 3H), 2.06-1.48 (m, 8H) 0 



5 
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mm (8 2) 

2- (3- (2- ( 5 -t+fr- 2 - (4 -^^;U7jc-;u) 
4->f;u) xh^y) 7x-;i/) 



5 




TLC : Rf 0.46(?nn*;UA : ^ ?;-)V= 1 0 : 1) ; 

NMR (CDC1 3 ) : 8 7.85 (d, J = 8.4 Hz, 2H), 7.27-7. 14 (m, 3H), 6. 89-6.75 (m, 3H), 
4.20 (t, J =6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H), 2.35 (s, 
10 3H) 0 

Wmi (8 3) 

2- (3- (2- (5->f-;U-2 - (4-xf^7x-^) 
4-4 ju) xK-» 7x-;u) 




TLC : Rf 0.54(?nn*;l/A : * ? y -;u= 1 0 : 1) ; 

NMR (CDCI3) : S 7.88 (d, J = 8.2 Hz, 2H), 7.29-7. 15 (m, 3H), 6.89-6.75 (m, 3H), 
20 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.68 (q, J = 7.6 Hz, 
2H), 2.35 (s, 3H), 1.25 (t, J = 7.6 Hz, 3H) 0 

mm (8 4) 
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2- (3- (2- (5 -*f-fr-2- (4-yo^7xz;l/) irWf-to 




5 

TLC : Rf 0.57 (^nn^;i/A : ^ -;i/= 1 0 : 1 ) ; 

NMR (CDC1 3 ) : S 7.87 (d, J = 8.2 Hz, 2H), 7.28-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.61 (t, J = 7.5 Hz, 
2H), 2.35 (s, 3H), 1.65 (sixtet, J = 7.5 Hz, 2H), 0.94 (t, J = 7.5 Hz, 3H)o 

10 

m m 2 (8 5) 

2- (3 - (2- (5->^;u-2 - (4-'fV7*ne;i/7x-;v) 
-;u-4--f;u) xb^ri/) 7x-M M 



15 




TLC:Rf 0.52(^no*;l/A ; > 9 ;-)\,= \ 0 : 1) ; 

NMR (CDCI3) : 5 7.88 (d, J = 8.2 Hz, 2H), 7.32-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4. 19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.93 (sept, J = 7.2 Hz, 
20 1H), 1.25 (d, J=7.2Hz,6H) 0 

&mm 2 (86) 

2- (3- (2- (5 -^f-^-2 - (4- (2-^fJl/7 , ne;i/) 7i-Jl/) 
4- 4*) x^v) 7xx^) gj=$ 
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TLC : Rf o.50(^nn^;i/A : * ?y-;t/= l 0 : 1) ; 
5 NMR (CDC1 3 ) : $ 7.87 (d, J = 8.2 Hz, 2H), 7.26-7. 15 (m, 3H), 6.89-6.76 (m, 3H), 
4.20 (t, J - 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.50 (d, J = 7.0 Hz, 
2H), 2.35 (s, 3H), 1.88 (m, 1H ), 0.90 (d, J = 6.6 Hz, 6H) C 

m m (8 7) 

10 2- (3- (2- (5 - (4-t-7"fJl/7x-;P) ***TV- 




15 tlc : Rf 0.44 n n*/i/A : ;* * y -;u= l 0 : l ) ; 

NMR (CDC1 3 ) : 5 7.89 (d, J = 8.2 Hz, 2H), 7.43 (d, J = 8.2 Hz, 2H), 7.20 (t, J = 
8.0Hz, 1H), 6.89-6.76 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 
6.6 Hz, 2H), 2.35 (s, 3H), 1.33 (s, 9H) 0 

20 *mm2 (8 8) 

2- (3- (2- (5-^f^-2-y?n7'D^W-Jl'-4-'fJl/) 
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TLC : Rf 0.39 : * 9 J-fc \ jruu*)V&= 1 : 10: 100); 

NMR (CDa 3 ) : 8 7.18 (dd, J = 8.0, 8.0 Hz, 1H), 7.00 (d, J = 2.5 Hz, 1H), 6.86 (d, 

5 J = 8.0 Hz, 1H), 6.77 (dd, J = 8.0, 2.5 Hz, 1H), 4.19 (t, J = 7.5 Hz, 2H), 3.83 (s, 2H), 
3.15 (s, 2H), 2.84 (t, J = 7.5 Hz, 2H), 2.22 (s, 3H), 2.06 (m, 1H), 1.10-0.95 (m, 4H) 0 



*1W2 (8 9) 

2- (3- (2- (5->f-/l>-2 - (4- (1, 2, 3-f 7y7V-;i/- 




15 TLC : Rf 0.30 n n : ^ * J -)V= 1 0 : 1 ) ; 

NMR (CD3OD) : S 9.35 (d, J = 0.8 Hz, 1H), 8.24 (d, J = 8.2 Hz, 2H), 8. 1 1 (d, J = 
8.2 Hz, 2H), 7.20 (t, J - 7.6 Hz, 1H), 6.95-6.78 (m, 3H), 4.27 (t, J = 6.2 Hz, 2H), 
3.78 (s, 2H), 3.06 (s, 2H), 3.00 (t, J = 6.2 Hz , 2H), 2.41 (s, 3H) C 

20 mmi (9 0) 

2- (3- (2- (5-^f-^-2 - (4- (4-^f-;u-l, 2, 3 -*7 
y7V-;i/-5->f ;u) 7x-;w) ^^/-/i,- 4 ;u) x^y) 71 
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TLC : Rf 0.34(?nn*;l/A : J ? y-)i,= 10:1); 
5 NMR (CDC1 3 ) : 8 7.22 (t, J = 8.0 Hz, 1H), 6.95-6.74 (m, 3H), 4.24 (t, J = 6.2 Hz, 
2H), 3.81 (s, 2H), 3.11 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.2 Hz, 2H), 2.42 (s, 3H) C 

3Fflft fll2 (9 1) 

2- (3- (2- (5->f-^-2- (4-^F^y7i-;P) **-9-y*-;P 
10 -4-^f;W) xb^rv) 7i-]P) Wf& 




TLC : Rf 0.67(*nn*;UA : pi*/-;i/=l 0 : 1); 
15 NMR (CDC1 3 ) : 8 7.90 (d, J = 9.0 Hz, 2H), 7.20 (t, J = 8.0 Hz, 1H), 6.93 (d, J = 
9.0 Hz, 2H), 6.89-6.76 (m, 3H), 4. 19 (t, J = 6.6 Hz, 2H), 3.84 (s, 3H), 3.59 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.34 ( s, 3H) 0 

mmm2 (9 2) 

20 2 - (3 - (2 - (5 -* f-^-2 - (3, 4->'n^v7x^) 
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OH 



H 3 C 



CH 3 



TLC:Rf 0.54(^nn*;i/A : * ?y-)U= \ 0 : 1) ; 

NMR (CDC1 3 + CD3OD) : S 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz, 

5 1H), 7.22 (t, J = 8.0 Hz, 1H), 6.93 (d, J = 8.2 Hz, 1H), 6.90-6.77 (m, 3H), 4.22 (t, J 
= 6.6 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.57 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 
(s, 3H)o 

mm\2 (9 3) 

10 2- (3- (2- (5 ->f-;u-2 - (1, z-v**4t4 p) 



15 TLC : Rf 0.53 D n*;]/A : > 9 J -0/= 1 0 : 1 ) J 

NMR (CDCI3) : S 7.51 (dd, J = 8.2, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.21 (t, 

J = 7.6 Hz, 1H), 6.89-6.76 (m, 4H), 6.00 ( s, 2H), 4. 19 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.94 (t, J = 6.6 Hz, 2H), 2.34 (s, 3H) C 

20 %mM2 (9 4) 

2- (3- (2- (5-^-^;u-2- (3, 4, 5 - h V ^ b ^>7x^il) 
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o 



CH 3 

TLC:Rf 0.47 DD*;^ : J-)V=\ o:i); 
5 NMR (CDC1 3 ) : 8 7.21 (t, J = 8.0 Hz, 1H), 7.20 (s, 2H), 6.89-6.76 (m, 3H), 4.21 (t, 

J = 6.6 Hz, 2H), 3.91 (s, 6H), 3.88 (s, 3H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.38 (s, 3H) 0 

(9 5) 

10 2- (3- (2- (5-*T)\<-2- (4 - h U 7)V*u* h^v7jL-;u) 
**W-)l<-4 -4 )\<) xF+-» 7i-)P) 




15 TLC : Rf 0.57 n n *)\/& \ * ? J -)V= 1 0 I 1 ) ; 

NMR (CDC1 3 ) : $ 8.00 (d, J = 8.8 Hz, 2H), 7.30-7. 16 (m, 3H), 6.89-6.76 (m, 3H), 
4.21 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) 0 

20 2 - (3 - (2 - (5 -^f"^- 2 - (2, 2-V7WO-1, 3-v** 
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F 



TLC : Rf 0.53(?nn*;UA : *9 = 1 0 : 1) ; 
5 NMR (CDC1 3 ) : S 7.74 (dd, J = 8.4, 1.5 Hz, 1H), 7.68 (d, J = 1.5 Hz, 1H), 7.22 

(dd, J = 9.4, 7.4 Hz, 1H), 7.09 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.21 (t, J = 
6.6 Hz, 2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H) 0 

m®2 (9 7) 

10 2- (3- (2- (5 2 - (4-f')7;i'tn>f;i/ft7i-;i') 

**V-*f-)V-4 -4 )V) X^y) 7x-JMf^ft) mk 




15 tlc : Rf 0.47 n n : ^ 9 ; -;u= 1 0 : 1 ) ; 

NMR (DMSO-d 6 ) : S 8.02 (d, J = 8.1Hz, 2H), 7.81 (d, J = 8.1Hz, 2H), 7.20 (t, J = 

7.8Hz, 1H), 6.86-6.80 (m, 3H), 4.20 (t, J = 6.6Hz, 2H), 3.74 (s, 2H), 3.09 (s, 2H), 
2.94 (t, J = 6.6Hz, 2H), 2.37 (s, 3H) 0 

20 ^fifcfll] 2(98) 

2- (3- (2- (5 2 - (4->7;7x-;v) 
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TLC : Rf 0.24 : ftUxf^* 1 : 1); 

5 NMR (CDa 3 ) : $ 8.08 (d, J = 8.0 Hz, 2H), 7.72 (d, J = 8.0 Hz, 2H), 7.22 (m, 1H), 

6.76-6.98 (m, 3H), 4.26 (t, J = 6.6 Hz, 2H), 3.83 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H) e 

mmm 2 (99) 
10 2- (3- (2- (5 2 - (77>-2-^;i/) 




15 TLC : Rf 0.24 C^** > : &&X.?)U= 1 : 1); 

NMR (CDC1 3 ) : <5 7.52 (m, 1H), 7.20 (m, 1H), 6.74-7.03 (m, 4H), 6.51 (dd, J = 

3.4, 1.6 Hz, 1H), 4.25 (t, J = 6.8 Hz, 2H), 3.82 (s, 2H), 3. 13 (s, 2H), 2.97 (t, J = 6.8 
Hz, 2H), 2.37 (s, 3H) 0 

20 MMM 2 (10 0) 

2- (3- (5 - ^f Jl'- 2 -7x-;^^rfy-;i/-4 ->f ^) > h+y) 
7x-*) ft® 
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TLC:Rf o.3i(?nn*;uA : ^*y-;i,= 8 : l) ; 

NMR (CDCI3) : 8 8.00 (m, 2H), 7.42 (m, 3H), 7.24 (m, 1H), 6.85-6.98 (m, 3H), 
4.98 (s, 2H), 3.61 (s, 2H), 2.42 (s, 3H) 0 

mMLZ (101) 

2- (3- (2- (5-^f;i'-2-7x-W7-;l'-4-'f;i') J- h * 




TLC : Rf 0.43(^nn^;l/A : > ^y-;i/=9 : 1) ; 

NMR () : S 7.89-7.81 (m, 2H), 7.46-7.34 (m, 3H), 7.26-7.16 (m, 1H), 6.87-6.78 
(m, 3H), 4.30 (t, J = 6.8 Hz, 2H), 3.59 (s, 2H), 3.18 (t, J = 6.8 Hz, 2H), 2.45 (s, 3H) 0 

mm 2 (10 2) 

2- (3- (3- (5-*f-;W-2 -7 x V- A/- 4 ~fu 
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TLC : Rf 0.50(^nn*;UA : * 9J-)\,= % : 1) ; 

NMR (CDCI3) : 8 7.97 (m, 2H), 7.41 (m, 3H), 7.22 (m, 1H), 6.74-6.92 (m, 3H), 

5 3.94a J- 6.0 Hz, 2H), 3.61 (s, 2H), 2.68 (t, J = 7.0 Hz, 2H), 2.27 (s, 3H), 2. 1 1 (m, 
2H)o 

mm 2 (10 3) 

2- (3- (2- (2-7i-WH > /-^-4-^l/) x^y) 71; 
10 JU) gf=& 




tlc : Rf o.39(^nn*;wA : > *y-;u=8 : 1) ; 

15 NMR (CDCI3) : <J 8.01 (m, 2H), 7.55 (s, 1H), 7.43 (m, 3H), 7.23 (m, 1H), 6.85 (m, 
3H), 4.25 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 3.07 (t, J = 6.4 Hz, 2H) G 

3tifcg»2 (1 0 4) 

2- (3- (2- (5 ->^;U-2 - (4-v^n^i/;V7x-;v) 
20 V-;W-4->f;P) X^y) 7x-ib) 
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TLC : Rf 0.62(^nn^;l/A : ^^y-;l/=5 : 1); 

NMR (CDa 3 ) : $ 7.88 (d, J = 8.2 Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.21 (m, 1H), 

5 6.78-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.52 (m, 1H), 2.35 (s, 3H), 1 .70-1.95 (m, 4H), 1.20-1.53 (m, 6H) 0 

mm Ll 0 5J 

2- (3- (2- (5 -^f-;b- 2 - (3-^nn-4-^fJl/7x^) * 
10 **y-/l'-4 -^) xK'» 7x-;l/) 




TLC : Rf 0.67(^nn*;U£ : ^^y-;u=5 ; i); 
15 NMR (CDC1 3 ) : 8 7.95 (d, J = 1.7 Hz, 1H), 7.75 (dd, J = 8.0, 1.7 Hz, 1H), 7.27 (d, 
J = 8.0 Hz, 1H), 7.21 (m, 1H), 6.78-6.88 (m, 3H), 4.21 (t, J = 6.6 Hz 2H), 3.60 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H ), 2.40 (s, 3H), 2.36 (s, 3H) 0 

mm ( 1 Q_6J 

20 2 - (3 - (2 - (5-*f-)U-2- (4-y^WU7x^) 
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TLC : Rf 0.55 (?DD*K '. * ?y-fr=5 I 1) ; 

NMR (CDC1 3 ) : S 7.83 (d, J = 9.0 Hz, 2H), 7.09 (dd, J = 8.0, 8.0 Hz, 1H), 6.76- 
5 6.87 (m, 3H), 6.70 (d, J = 9.0 Hz, 2H), 4. 18 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 3.01 (s, 
6H), 2.94 (t, J = 6.8 Hz, 2H ), 2.32 (s, 3H)o 

2- (3- (2- (5-if^-2-7x-Jl/t+tv-;i/-4-^^) x h 
10 *v) 7i^) &m 




TLC : Rf 0.44(^on*;i/A : ^ ^y-;i/=8 : 1) ; 
15 NMR (0x13) : S 7.97 (m, 2H), 7.41 (m, 3H), 7.20 (m, 1H), 6.82 (m, 3H), 4.20 (t, 
J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.73 (q, J = 7.6 Hz, 2H), 1.29 
(t, J = 7.6 Hz, 3H) 0 

mmm 2 dom 

20 2 - (3 - (2 - (5 -^f-^- 2 - (4-7f^7i-;i/) 
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H 3 C 

1LC:Rf 0.54(^oo^;Ui, : ^ ^y-;l/=8 : 1) ; 

NMR (CDa 3 ) : S 7.87 (d, J = 8.2 Hz, 2H), 7.22 (d, J = 8.2 Hz, 2H), 7.14-7.28 (m, 

5 1H), 6.82 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.63 (t, J = 7.6 Hz, 2H), 2.34 (s, 3H), 1.61 (m, 2H), 1.35 (m, 2H), 0.92 (t, J = 7.2 Hz, 
3H)o 

mmm2 (109) 

10 2- (3- (2- (5-*W'-2- (4-^dd7x^) **-9-V-;t/- 
4--T;i/) xh^rv) 7i-*) 




15 TLC : Rf 0.57 n n : ^ * y -;U= 8 : 1 ) ; 

NMR (CDd 3 ) : 5 7.90 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7.16-7.28 (m, 
1H), 6.83 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.36 (s, 3H) 0 

20 mmm2 a 1 o) 

2- (3- (2- (5-^^-2- (f*7x>-2->f;i/) t^V-fr 
-4->f;U) x^v) 7i-;U) B^K 
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CH 3 



TLC : Rf 0.70(^on*;l/A : ^ ^y-;l/=5 : 1) ; 

NMR (CDCI3) : S 7.59 (dd, J = 3.6, 1.2 Hz, 1H), 7.36 (dd, J = 4.8, 1.2 Hz, 1H), 

5 7.21 (m, 1H), 7.07 (dd, J = 4.8, 3.6 Hz, 1H), 6.77-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 
2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2. 34 (s, 3H) 0 

mmm (1 1 1) 

2- (3- (2- (5-^;u-2- (7-7>-2->Ou) **-9-V-;u-4 

10 -in,) x^v) 7x-f) mm 



TLC : Rf 0.69(?nn*^A : -**y-;u=5 : 1); 
15 NMR (CDCI3) : S 7.51 (m, 1H), 7.21 (m, 1H), 6.93 (d, J = 3.5 Hz, 1H), 6.78-6.87 

(m, 3H), 6.50 (dd, J = 3.5, 1.9 Hz, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.95 (t, 
J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

mm (1 1 2) 

20 2 - (3 - (2 - (5 -^;U-2- (tf'J 2 — f AO **^V-A/- 
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TLC : Rf 0.67(*nn*;l/A : * fij-)\,= 5 I 1) ; 

NMR (CDCI3) : 8 8.71 (d, J = 4.8 Hz, 1H), 8.05 (d, J = 7.8 Hz, 1H), 7.79 (ddd, J 
5 = 7.8, 7.8, 1.8 Hz, 1H), 7.32 (ddd, J = 7.8, 4.8, 1.8 Hz, 1H), 7.21 (dd, J = 7.8, 7.8 
Hz, 1H), 6.78-6.87 (m, 3H), 4 .26 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 2.99 (t, J = 6.8 
Hz, 2H), 2.41 (s, 3H) e 

mm M13) 

10 2- (3- (2- (5 2 - (2-^f;l'7x-;i/) ^-^^y*_;u_ 

4->f;W xh^v) 7x^;u) gfc® 




15 TLC : Rf 0.68 o n^;l/i, '. ^ ? J — ;l/= 5 ! 1 ) ; 

NMR (CDCI3) : <? 7.90 (m, 1H), 7.18-7.30 (m, 4H), 6.80-6.87 (m, 3H), 4.24 (t, J = 
6.7 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.64 (s, 3H), 2.37 (s, 3H) 0 

mm 2 (114) 

20 2 - (3 - (2 - (5 2 - (3-^f^7x-^) t^t/-;!/- 

4->f;u) x^y) 7x-;W) 
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H 3 C 



tlc : Rf o.7i (^nn*;i/A : * ?y-;i/=5 : l); 

NMR (CDCI3) : S 7.74-7.81 (m, 2H), 7.17-7.35 (m, 3H), 6.78-6.87 (m, 3H), 4.21 
5 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H), 2.36 (s, 3H) Q 

(H5) 

2- (3- (2- ( 5 — ^ ;U — 2 - (4-h'J7Wn^^7i-^) * 



TLC : Rf 0.54(^nn*;UA : ^ ^y-;i/=8 : 1); 

NMR (CDCI3) : 5 8.08 (d, J = 8.0 Hz, 2H), 7.67 (d, J = 8.0 Hz, 2H), 7.17-7.24 (m, 

15 1H), 6.83 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 
2.39 (s, 3H) 0 

mmm 2 (116) 



2- (3- (2- (5 -^f-JW-2 - (4-7^D7i-JP) J****/-*' 
20 xh^J/) 7x-;U) 
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CH 3 



TLC:Rf 0.59(^nn*;i/A : * * 7-^=8 ; 1) ; 

NMR (CDCI3) : S 7.95 (m, 2H), 7.03-7.26 (m, 3H), 6.83 (m, 3H), 4.20 (t, J = 6.6 
Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

mm (117) 

2- (3- (2- (5 (4-vry 7i-;p) 

4-W;U) X^y) 7i-^) &® 



tlc : Rf o.52(^nn*;u^ : ^ ^y-;u=9 : l) ; 

NMR (CDCI3) : S 8.06 (d, J = 8.6 Hz, 2H), 7.70 (d, J = 8.6 Hz, 2H), 7.22 (m, 1H), 

6.78-6.87 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.4 Hz, 2H), 
2.40 (s, 3H) 



2- (3- (2- (5-*f-fr-2- (4-**fr-l, 2, 3-f-TvTV* 




CH 3 
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CH 3 



TLC : Rf 0.54(?nn*;t/£ : * 9 J ~)l=9 : 1) ; 

NMR (CDC1 3 ) : d 7.23 (m, 1H), 6.78-6.88 (m, 3H), 4.23 (t, J = 6.5 Hz, 2H), 3.60 
(s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H) 0 

mmm 2 (119) 

2- (3- (2- (5 - (2, 3, 5, 6-f F77Wn-4 




F F 



tlc : Rf o.34(^nn*;i/A : > ^y-;u=8 : l) ; 

NMR (CDCI3) : 5 7.22 (m, 1H), 6.76-6.90 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 
(s, 2H), 3.01 (t, J = 6.4 Hz, 2H), 2.40 (s, 3H), 2.33 (s, 3H) 0 

mm (120) 

2- (3- (2- (5-^f-;u-2- (3--hn-4->f;i/7i-Jl/) * 
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TLC : Rf 0.31(^no*;i/A : ^^y-;i/=8 : l); 

NMR (CDCI3) : 8 8.54 (d, J = 1.6 Hz, 1H), 8.08 (dd, J = 8.0, 1.6 Hz, 1H), 7.39 (d, 

5 J = 8.0 Hz, 1H), 7.17 (m, 1H), 6.66-6.90 (m, 3H), 4.21 (t, J = 6.4 Hz, 2H), 3.59 (s, 
2H), 2.97 (t, J = 6.4 Hz, 2H), 2.63 (s, 3H), 2.39 (s, 3H)o 

mm (12D 

2- (3- (2- (5-;*^-2-v*n^*v;u**-fry-;i'-4->f;l') 
10 Xfdfy) 7x-;l0 &® 




tlc : Rf 0.44(^no*^A : ^ ^y-;u=9 : 1) ; 

15 NMR (CDC1 3 ) : 8 7. 19 (dd, J = 8.0, 8.0 Hz, 1H), 6.74-6.87 (m, 3H), 4. 10 (t, J = 
6.6 Hz, 2H), 3.59 (s, 2H), 2.85 (t, J = 6.6 Hz, 2H), 2.71 (m, 1H), 2.23 (s, 3H), 1.96- 
2.04 (m, 2H), 1.19-1.86 (m, 8H )o 

mm 2 (12 2) 

20 2 - (3 - (2 - (5 -^;l'-2-v?n^>f-;U:t*^y*-;i/-4-'Ol') 
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tlc : Rf o.46(^od*^a : ^^y-;u=9 : l); 

NMR (CDCI3) : 6 7. 19 (dd, J = 7.9, 7.9 Hz, 1H), 6.74-6. 87 (m, 3H), 4. 1 1 (t, J = 
5 6.6 Hz, 2H), 3.59 (s, 2H), 3. 14 (m, 1H), 2.86 (t, J = 6.6 Hz, 2H), 2.24 (s, 3H), 1.56- 
2.12 (m, 8H) 0 

2 (12 3) 

2- (3- (2- 2 - (4- / <>^7i-^) HrWV-fr 

10 x^y) 7i-^) §fc$ 



H 3 C 




TLC : Rf 0.44(^nn^;UA : * */-;l/=8 : 1); 
15 NMR (CDa 3 ) : 5 7.87 (d, J = 8.4 Hz, 2H), 7.22 (d, J = 8.4 Hz, 2H), 7.20 (m, 1H), 
6.75-6.90 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.62 (t, J = 7.6 Hz, 2H), 2.35 (s, 3H), 1.62 (m, 2H), 1.23-1.44 (m, 4H), 0.89 (t, J = 
6.8 Hz, 3H) 0 

20 mmi (124) 

2- (3- (2- (5 -^JU- 2 - (fcf'j V>-A-4 
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TLC : Rf 0.36(?nn*;i/A : * 9J-)V=A \ 1) ; 

NMR (DMSO-d 6 ) : S 8.75 (d, J = 6 Hz, 2H), 7.80 (d, J = 6 Hz, 2H), 7.20 (dd, J = 
5 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 7 Hz, 2H), 3.75 (s, 2H), 3.05 (s, 2H), 
2.95 (t, J = 7 Hz, 2H), 2.40 (s, 3H)o 

mmm2 (125) 

2- (3- (2- (5-^^-2- (H'V v>-3 ->f **^v*-;u- 
10 4--OI/) ■^h^ri') 7x-^) 




tlc : Rf o.39(^nn*;i/A : ^ ^y-;i/=9 : 1) ; 

15 NMR (DMSO-dg) : S 12.28 (brs, 1H), 9.07 (d, J = 1.5 Hz, 1H), 8.65 (d, J = 4.8 Hz, 

1H), 8.24 (d, J = 8.4 Hz, 1H), 7.52 (dd, J = 8.4 Hz, 4.8 Hz, 1H), 7.21-7.16 (m, 1H), 
6.82-6.79 (m, 3H), 4.18 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 2.93 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H) 0 

20 ^IkM 2 (12 6) 

2- (3- (2- (5 -^f-JU-2 - (f'Jy>-4-^Jl/) 
4 -<<)]/) xt-+y) 7x-;U) 
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TLC:Rf 0.34(*no*;i/A : ;-)V=§ ; l) ; 

NMR (DMSO-dg) : S 12.29 (brs, 1H), 8.69 (d, J = 6.0 Hz, 2H), 7.80 (d, J = 6.0 Hz, 

5 2H), 7.21-7.16 (m, 1H), 6.82-6.78 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) 0 

mm* (127) 

2- (3- (2- (5-*T)U-2- (4-^f^e^7y>-l-'f;i/) f- 
10 ry-;i/-4-'T;u) x^v) 7x-;w) 




TLC : Rf 0.40(^no^;i/A : p« ^y-;w=3 : 1) ; 
15 NMR (CDC1 3 ) : 8 7.00-7.20 (m, 2H), 6.70-6.85 (m, 3H), 4. 19 (t, J = 6.6 Hz, 2H), 
3.46-3.55 (m, 4H), 2.91 (t, J = 6.6 Hz, 2H), 2.75-2.83 (m, 4H), 2.47 (s, 3H), 2.24 (s, 
3H) 0 

(12 8) 

20 2 - (3 - (2 - (5 - ^f JV - 2 - 7x^J^^tV*-^ - 4 -'f ^) 
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TLC : Rf 0.31 (tK I * * S I * D n = 1 : 1 0 I 10 0); 

NMR (CDa 3 ) : S 7.98 (m, 2H), 7.50-7.40 (m. 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 
5 7. 00 (m, 1H), 6. 95-6. 80 (m, 2H), 4. 62 (s, 2H), 4. 26 (t, J =7.0 Hz, 2H), 4. 1 1 (s, 2H), 
2.99 (t, J = 7.0 Hz, 2H), 2.39 (s, 3H) C 

mmm2 (J 2 9) 

2- (3- (2- (5 2- (fefV v>-3 -4*) t*^/-;!/- 
10 4->f;u) 7x-;Mf^ft) 




TLC : Rf 0.41 (?nn*;i/A : / ?y-)\,= 4 ; l) ; 
15 NMR (DMSO-dg) : 5 9.05 (s, 1H), 8.65 (d, J = 4 Hz, 1H), 8.25 (d, J = 7 Hz, 1H), 
7.55 (m, 1H), 7.20 (dd, J = 7, 7 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 6 Hz, 2H), 
3.80 (s, 2H), 3.10 (s, 2H), 2.95 (t, J = 6 Hz, 2H), 2.40 (s, 3H) 0 

mm (J 3 0^ 
20 2 - (3 - (2 - (5 -**)\<-2 - (4-^f;i/ft7x-^) 
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TLC:0.44(?nn*;l/A ; * y - ;i, = 8 : 1) ; 

NMR (CDa 3 ) : S 7.87 (d, J = 8.6 Hz, 2H), 7.26 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.20 (t, J - 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.51 (s, 3H), 2.35 (s, 3H) e 

mm (13 1) 

2- (3- (2- ( 5 - ^ f ^- 2 - y ^ d t:";l/t ^ t - 4 - >f ;v) 
10 7i-;W) %m 




TLC : Rf 0.43(?nn*;i/A : } ?S-)V=9 \ 1) ; 
15 NMR CDC1 3 ) : S 7.25-7. 10 (m, 1H), 6.86-6.74 (m, 3H), 4. 10 (t, J = 6.6 Hz, 2H), 
3.58 (s, 2H), 2.82 (t, J = 6.6 Hz, 2H), 2.20 (s, 3H), 2.04-1.98 (m, 1H), 1.01-0.94 (m, 
4H) 0 

mmi (132) 

20 2- (3- (2- (5 - ^f-^- 2 - (4 ho7x-^) 

JLh^rv) 7jl-;W) gfc$ 
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TLC:Rf 0.53(^no*;UA : ^y-;i/=9 : 1) ; 

NMR (CDCI3) : $ 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
5 8.0, 8.0 Hz, 1H), 6.77-6.90 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.57 (s, 2H), 3.00 (t, J 
= 6.6 Hz, 2H), 2.43 (s, 3H)o 

^mm 2 (133) 

2- (3- (2- (5-*f-^-2- (*>"J >-2->f )V) 

10 4--f;u) xh+y) 7x-;u) gfc$ 




TLC : Rf 0.5i(^nn*;wA : >^y-;u=9 : 1); 
15 NMR (CDCI3) : 8 8.16-8.28 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 

7.22 (dd, J = 8.2, 8.2 Hz, 1H), 6.78-6.87 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.61 (s, 
2H), 3.04 (t, J = 6.6 Hz, 2H), 2.46 (s, 3H) 0 

g*fcfll]2 (13 4) 

20 2 - (3 - (2 - (5 2- (3-h , J7Won^fy7x^) 
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TLC : Rf 0.37(^nn*;i/A : ^^7-;l/=9 : 1); 

NMR (CDC1 3 ) : S 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.80 (m, 1H), 7.45 (t, J = 

5 7.8 Hz, 1H), 7.28-7. 17 (m, 2H), 6.89-6.78 (m, 3H), 4.22 (t, J « 6.6 Hz, 2H), 3.60 (s, 
2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) C 

mtkm 2 (\3 5) 

2- (3- (2- (5 -^f-^-2 - (2-h'J7^n^h^y7x^;l/) 




TLC : Rf 0.42(^nn^;i/A : ^ ^y-;l/=9 : 1) ; 
15 NMR (CDC1 3 ) : 5 8.06 (dd, J = 7.8, 2.0 Hz, 1H), 7.49-7.31 (m, 3H), 7.27-7.17 (m, 
1H), 6.88-6.78 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.8 Hz, 
2H), 2.38 (s, 3H)o 

mm M 3 6J 

20 2 - (3 - (2 - (4 2 -7x-J^+tV-il/- 5-4 )V) x|« 

^» 7x-;i/) ft® 
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TLC : Rf 0.44(^no*;PA : * 9J-)V=Q \ 1); 

NMR (CDCI3) : 8 8.00-7.93 (m, 2H), 7.46-7.37 (m, 3H), 7.28-7. 18 (m, 1H), 6.90- 
5 6.78 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 3.14 (t, J = 6.8 Hz, 2H), 2.20 (s, 
3H) 0 

mm (137) 

2- (3- (2- (5 ->f-^-2 - (1, Z-Vir**M>yy-b-4fr) 




tlc : Rf o.20(?od*;wa : *?/>-;u : t(c= 100: 10: l) ; 

15 NMR (CD3OD) : 7.49 (dd, J = 8.4, 1.8 Hz, 1H), 7.38 (d, J = 1.8 Hz, 1H), 7.22 (t, 

J = 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.54 (s, 2H), 4.26 (t, J = 6.4 Hz, 
2H), 4.06 (s, 2H), 2.93 (t, J = 6.4 Hz, 2H), 2.33 (s, 3H) 0 

■mm 

20 2 - (3 - (2 - (5-^^^- 2 4 xf 
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2- (5-^ffl/-2-7x-^W-A'-4-'fA') xfjpyn7>f 
K (1 3 6mg) £J:0 r 3->;^7'h7i-«- ^^l/XXrrt' (7 8 
5 mg) SrT-feh-HJ* (5ml) K»#U ^t&rtV^A (180mg) * 

^77^- (7on*H : &gx^;u= 2 0 0 : 1—5 0 : 1 ) TfiMttU 
10 TE*tt«#+**«Wffc£» (9 2mg) 
TLC : Rf 0.33(^x^;U : /\^r^>= 1 : 3) ; 

NMR (CDC1 3 ) : <5 7.96 (m, 2H), 7.50-7.35 (m 3H), 7.30-7.15 (m, 3H), 7.06 (m, 
1H), 3.69 (s, 3H), 3.57 (s, 2H), 3.28 (t, J = 7.0 Hz, 2H), 2.82 (t, J = 7.0 Hz, 2H), 
2.27 (s, 3H) 0 

15 

2- (3- (2- (5 2 -7i-;^ny-*- 4 -4 )U) 3- h 



20 




3- (2- (5-^fA'-2-7x-Wt , /-^-4-'fJl') Xh^y) 

^>v;i^*-;i/ (l.isg) ox*y-;u (3 5ml) ?£i£K2 - 
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*f-)V7us*>& • x^;ujc^t;w (0.64ml) £ X Xfi~ h'J^ix^f-U'— h 

(2 9 0mg) ^or-CJDx., 3 ftWitSfLLfco Bu&m&femzmi&tXifcM 

ytm^m^-t^^mit^m d.69g) *ntz 0 

TLC : Rf 0.46(^\^r-t> I S^f-^=4 ! 1); 

NMR (CDC1 3 ) : 5 8.01-7.94 (m, 2H), 7.46-7.37 (m, 3H), 7. 18 (t, J= 8.0 Hz, 1H), 

6.89-6.72 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 4.12 (q, J = 7.0 Hz, 2H), 3.79 (s, 2H), 
10 2.97 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.53 (s, 6H), 1.26 (t, J = 7.0 Hz, 3H) C 

mmm 1 -cmt Ltzit^m<o^.t> <o tznmi 3 & x i/nmm 4 ttzit 
15 umzx-DXtt^tz&^&ix. \>XTkz^*%mt&m*%tz 0 

2- (3- (2- (5-^^-2-7i-;vt*tv'-;i'-4-^^) if 




tlc : Rf 0.50(tK \ * 9 J -fr \ ?nn*;ui>= 1 : l o : l 0 0) ; 

NMR (CDC1 3 ) : $ 7.94 (m, 2H), 7.45-7.35 (m. 3H), 7.30-7.15 (m, 3H), 7.07 (m, 
25 1H), 3.58 (s, 2H), 3.25 (t, J = 7.0 Hz, 2H), 2.81 (t, J = 7.0 Hz, 2H), 2.25 (s, 3H) 0 

215 



WO 99/46232 



PCT/JP99/01134 



mmms (i) 

2- (3- (2- (5 -*?-A>-2 - 7x-W^rt/-;i/-4 -4/1/) x[> 




TLC : Rf 0.53(^*"9"> : SRxffl/= 1 : 3) ; 

NMR (CDC1 3 ) : S 8.00-7.94 (m, 2H), 7.46-7.41 (m, 3H), 7. 15 (t, J = 7.8 Hz, 1H), 
10 7.08 (m, 1H), 6.84-6.74 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.88 (s, 2H), 2.99 (t, J = 
7.2 Hz, 1H), 2.38 (s, 3H), 1.58 (s, 6H) 0 

2- (3- (2- (5 -2 -7x-;Vt^y-^- 4 -4 A>) x|> 




1LC:Rf 0.53(^*^> : gfc$-xf->U= 1 : 3) ; 

NMR (CD3OD) : 5 7.98-7.93 (m, 2H), 7.49-7.43 (m, 3H), 7.13 (t, J = 7.4 Hz, 1H), 

20 6.92-6.85 (m, 2H), 6.78-6.70 (m, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.36 (s, 3H), 1.46 (s, 6H)o 
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3- (2- (5-^f^-2-7x-;^^t , /-il'-4-^l/) x^y) 



2- (5-^f'^-2-7xiHW-*-4-^) (1.02 
g) % 3-HKD + y^'/X7JVftK (0.73 g) £ «t V h V 7 7 * 

> (1.57 g) Z&it*?-Uy (1 0ml) KfcJBU 1,1*- (7Vy*/M? 

10 -*o (i.74 g ) ^or-c^x., aia-e2»na#Lfc 0 sxsja^ 

mtenz^vyimx., H#*%»iLfc. %«*ai»L<:o ft%m**sv*r 

W7A707^77^- (^;-^:^dd*m=i : 1 o o) 
«u Te»tt«*"r*aMMfc^« d.3o g ) 

TLC : Rf 0.77 9 /-to '. ?nn*H= 1:2 0); 
15 NMR (CDC1 3 ) : 5 9.96 (s, 1H), 7.98 (m, 2H), 7.50-7.35 (m, 6H), 7.17 (m, 1H), 

4.31 (t, J = 6.0Hz, 2H), 3.01 (t, J = 6.0Hz, 2H), 2.38 (s, 3H) C 



3- (2- (5 -^f^-2-7x-;VW/-Jl/-4-^f )V) x^y) 
20 -7>7*n^h>;;i/ 



O 



5 
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«MW6 , C*aLfcfl!'64& ( 1 3 5mg) & XV t aViKB& (13mg) £ 
Htfttf-Vy (3ml) £&fitL« OVW V^f^vV;l/i h U/l/ (O.Um 1 ) 

»«L amSL/S. > (3ml) tcjgft L> 2 N-J£& 

(o.5mi) *jn;i, aa-c-*!tffLfc 0 EU&fc&tefcitinfazmx.* 

v*AT$£j*&, ft»U TtBfc«H^*t*«HMfrfr* (1 4 0mg) *ft 

10 £ c 

TLC : Rf 0.27 (ffi|£xf-^ : > = 1 : 2)1 

NMR (CDC1 3 ) : 5 7.94 (m, 2H), 7.45-7.35 (m, 3H), 7.29 (dd, J = 8.0, 8.0Hz, 1H), 
7. 10-7.00 (m, 2H), 6.90 (m, 1H), 5.49 (d, J = 6.0Hz, 1H), 4.73 (d, J = 6.0Hz, 1H), 
4.16 (t, J = 6.5Hz, 2H), 2.92 (t, J = 6.5Hz, 2H), 2.37 (s, 3H) C 

15 

ff -vTy-3- (2- (5-^^-2-7x-WW-^-4-'f^ 



mM7-?mikLtzit&® (9 3mg) (3ml) fcj&JBU 

^S-C^kf-*->U (6 lml) tsXV*J*W/*tUAT$ K ( 1 ffi) £Jjnx., 
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ffi&v^*v*A-e£$3L ilSaU TU%!}&mZGi-2>mmit&® (9 9 
rag) ifttio 

TLC: Rf 0.74(^x^;i/ : s\*y->= l : i); 
5 NMR (CDC1 3 ) : * 7.97 (m, 2H), 7.50-7.35 (m, 3H), 7.33 (dd, J = 8.0, 8.0Hz, 1H), 
7.10-7.00 (m, 2H), 6.98 (m, 1H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 
6.5Hz, 2H), 2.36 (s, 3H) Q 

10 5- (3- (2- (5->f^-2-7x^;i/tHV-Jl'-4-'f;i') xh 
*y) 7xx;w) -2, 4-f7yjy>y't> 




15 I tzik&<ti!) (9 9mg) iJ-?S-)U (lml) Kjg#U 

^**U7 (2 6mg) *Jn*. % 3 BRI«ifcL. fc„ KfDfi^ttlC 2 N 
(1.5ml) £lH];L> -WiL/: 5 Rfcft^ifcfcitoicfcilQ*., ftKxf^T 

?Sa*&, »*L£o U TiB&f41ii*;rr&* 

20 ISW-fk^ ( 6 0 m g ) fcflfco 

TLC : Rf 0.31(gfc$xf-;U : *\*y->= 1 I 1); 

NMR (dg-DMSO) : S 7.90 (m, 2H), 7.60-7.40 (m, 3H), 7.31 (dd, J=8.0, 8.0Hz, 

1H), 7.00-6.90 (m, 3H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 6.5Hz, 2H), 
2.36 (s, 3H) 0 
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mmm] 
mm 

&fr*^tz>m\ i o omzmzo 

5 • 2- (3- (4- (4-^f^7x-;i/) f7y-;l/-2--f;^ 

7x;;MWft) lO.Og 

•l&llt^V3-;U$#;Wv*A (jw*£3J) 0.2g 

•WJ>^y^ ($r&#J) O.lg 

• 8fcgifH^l/n«-* 9.7 g 

10 

&TV&fcfr*1l;mz£<0&&Uz^ Mfclit&K J: DzMU 5 m 1 T 
T-^MCftiSU f&K X t)m%HimLs 17>«, 20mgO?S 

15 • 2 - (3- (4- (4->f^7x^l/) f 7V-il/-2-^;M h*v) 
7jc-;i/^-f;uf-^-) gfc$ 2 g 

• y h 5 g 

• 1000m 1 
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10 n(il~5£^fc>U 
R 1 it 

(i) TkftM^ 

(ii) C 1-8 7^^1, 

(iii) ^nyvgf, 

15 (iv) C 1-4 7^3^71, 

(v) -foS, 

(vi) h V>n.?i-y-/i/&, 

(vii) b U^n> h^vS, 

(viii) H;^npi^;u^*^ 
20 (ix) '>7;|, 

(x) C l~47M^ftl, 

(xi) NR5R6i RS&XTnLll±*ti*tmSLLX* *m%?*tz 
liCl-4 7m**lEfet. ) > 
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(xii) mm&, ttztt 

(xiii) AfoTOi^L, 
R2(i 

(i) 

5 (ii) C 

(iii) ^nr>jgi\ ttzii 

(iv) h 'J^nM^;ug£^;bU 
C y c 1 gli 

. n— V , Sfcii N — ft 

10 Cyc2lli 

a) &xat& ttzii 

(n) 'vf nl|Ufc*£fcU 
R3{± 

a) frmw.*. 

15 (ii) C l~8TiK^I, 

(iii) Any^giF, 

(iv) C l-4 7^3^rv$, 

(v) ihni, 

(vi) M^tMf-;^ 
20 (vii) h 'J^D^t h + vS, 

(viii) h ';^n^f-;uf-^^ 

(ix) ->7;l, iizit 

(x) Cl-4 7;^^fti^ifcL, 
R4(i 
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(i) — A 4 -C— COOR 7 

(ii) 2, 4-fr/'J^/^>-5-^IS:ibU 
A4{± 

(i) 

5 (U) c i ~4 yy^^-vy^ 

(iii) -Cl~47MV>-0-|> ttzii 

(iv) -Cl~4 t T)\<*Vy-S- : &Z%t>L, 

10 tztzL. 

(1) R4(i2&$/c{i3fi(C^1-^^(7)t 

(2) R 4 rt ? 3 U A4tfW.B&ttzim-ls>*mfrL, A3KH 

2. wm^auem^-^ (i) t^ti^t^ ^rivhommn.^ 
20 m&rmx^ h m #.<d&w i tm^)ut * v y -AiH^MS^fi 

3. WftottH 1 Eft0Htt£ (I) "C^StiSft^ 
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7 ? * -@^J "C* 4 ft *<£>i£B 1 IBR©** * * v 7 - Aig mmttf bS$ 



10 

AMiCl~47;Hl/ fcttC >g£^fc> U 

A2{i-0-&£fc{i-S-g£^bU 
A 3 tt C H£3 fcttN3fe*i£te U 
n»4 1 - 5 *£*?U 
15 R 1 fi 

(i) TK^i 1 , 

(ii) C 1~87W|> 

(m) Auyvs^, 

(iv) C l-4 7W + '>i, 
20 (v) -hnS, 

(vi) h'J^o^f;Vl, 

(vii) h V^tM h^yi, 

(viii) h V^n^f- 



5 



4. 



-*3S ( I ) 
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(ix) vT;i, 

(x) C 1-4 7;^WS, 

(xi) NR5R6^ (gr^ RS£XVR6{i*tl?m<klLLX, TfqtfH^ £ 

5 (xu) 8tmm&. tfzii 

(xiii) ^TumM*Ut>L, 
R2|i 

(i) ^itlK^ 

(ii) C 1-4 7;^^ 
10 (iii) ^uyyn=f^ ttzii 

(iv) h V^ut^fr&imfrL, 

c y c i m± 

3 O 

Cyc2lli 

15 a) 8tmm&. itz\t 

(ii) Afnll^^L, 

(i) TfcfUli^ 

(ii) C l~8 7M;i/I, 
20 (iii) ^ny^Jl^ 

(iv) C l~4 7^3^>i, 

(v) -bo£ 

(vi) h'J^n^fjl/i, 

(vii) h V^n^ h*vg, 
25 (viii) MJ^Dptf-;i/f-*^ 
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(ix) v7;$, Sfctt 

(x) Cl-47^ftS^U 
R4{i 

R 8 R 9 

(i) — A 4 -C— COOR 7 ttzit 

5 (ii) 2, 4 - f7 ^/'J y > > - 5 ^I^ifc 
A -Mi 

(o 

(ii) C 1~4 7;^U>S, 

(iii) -Cl-47;^l'>-0-i, ifcJi 
10 (iv) -C 1 -4T/l/*U>-S-a£*£fcU 

R7 % R8fcJ:yrR9j±-eil^®2:LT, **JB^ iTtttC 1 ~47^JV 

(1) R 4 & 2H£?zlt3itLbzlfgG-?2> L> 
15 (2) R4#3ttfctt<£U h*tf%.m&ttz\±*i-VyZ$:t>L, A3^CH 
£^frU C y c 1 $"<y* >*$Lt>1r t i, Alfi>fl/>, xfu>, 

20 5. ff^O&ffl 4 IBffc (I) -C^? tlZ>i^®<Dn Cycll 

t**>t»*0|lil0 4C«Oft^*, **lfe©**tttt, Sfctt^tlfcO* 
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6. it&m*. 

I) 5 - (3 - (t'7x^-4-^M h*v) 7i-^) ^y? • 

5 2) 4- (3- df7x;^-4-^M h*~>) 7i-^) 79 
x.*r;K 

3) 4- (3- (2- (5-^f^-2-7x-;vt^rtv*-;i/-4-'f;W x 
h*y) 7xxj|/) 79 • ^f;i/xxfik 

4) 6- (3- (2- ( 5 - > f ^- 2 - 7x-;i/t*t 4 /-;i/- 4 - 'f )V) x 

5) 5- (3- (2- (5-^f^-2-7x-^^ty'-;i/-4-^;i/) x 

6) 6- (2- (2- (5 -*?->U-2 - 7x-;i/t+ty-^-4 ^) x 

15 7) 5 - (2 - (2 - (5-^f^-2-7x-;i/t^rtV-^-4-^iV) X 
h*v) 7x-;i/) ^ :/ ? • f-;i/x*x 

8) 2- (3- (2- (5-^f^-2-7x-^t+ty-^-4-^V) x 
h*v) 7x-Jl/) ftK-^f;i/xxf;K 

9) 5- (3- (3- (5->f^-2-7xr;i/t+ty'-;i,-4-^;i,) y 
20 n*^y) y^—)]/) s<yf? >g£ . * f;i/x^t)K 

10) 2- (3- (2- (5 -^^-2 - (4-^f^7x^) fr***/- 

II) 2- (3- (2- (5 -^f-JU- 2 - (4-xf;P7x-;i/) 
;U_4_^ ; i / ) x^i/) 7x-^) ftK-^f-^^r^W 

25 12) 2- (3- (2- (5 - 2 - (4-7*ot>7xx;l/) 

13) 2- (3- (2- (5 2- (4-^77n^7xxA/) 
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*tV-)V- 4 --fJU) X^-» 7x-;i/) • *1-)V3-7,t )V S 

14) 2- (3- (2- (5->^^-2- (4- 7x 

15) 2- (3- (2- (5 ->f-;u- 2 - (4-t-W7x-;u) 
5 % /-*-4->f *) xh^y) 7i-ii') gj=$ • *f-;wx*rA\ 

16) 2- (3- (2- (5 (4-n+y7x^^) 
-;i/-4-'f;w) x^y) 7x-;i/) gt& • pt^-x^r^ 

17) 2- (3- (2- (5 2- (3, 4-y^^y7x^;i/) * 
4r"9- N /-;w-4 ;w) xk-» 7ix;i/) ffi-gfc . ^f-;wx7.-r;K 

10 18) 2- (3- (5-^f-;P-2 -7ix^tHV-;i/-4 — f JU) ;* h * 

v) 7x-;v) Sil^f^f^ 

19) 2- (3- (2- (5 2 -71X^7'/-^- 4 ->f/U) -X 

20) 2- (3- (3- (5 2 - 7ix^W-^-4 
15 7n^y) 7xx;l/) ftS-^f^f^ 

21) 2- (3- (2- (2 -7ix/l'*W-*-4 ->f A/) x^y) 7 

22) 2- (3- (2- (5 -> f-A'- 2 - ( 3 n n - 4 - ^ f-;U7 x 
*4r^V-^- 4 ->f A/) x^-» 7ixjl/) ffi|^f;l/xxfJK 

20 23) 2 - (3 - (2 - (5 - if 2 -7xx;l/t^tV-;V - 4-^1/) 
xF^y) 7i-)P) ^f;i/x^f;K 

24) 2- (3- (2- (5 -^f 2 - (4-7f;V7xx^) fr^y- 
;l/-4_xf;v) x^-» 7x-;i/) K^WXTxf^ 

25) 2- (3- (2- (5-^f-^-2- (4-7DD7x-;l/) 
25 /U- 4 -4/10 xUy) 7xx;l/) ffiSJ • ;l/i^f 

26) 2- (3- (2- (5-^f-;i/-2- (2 f^7xxji/) 
;i/-4->f;w) xh#y) 7x-;u) • >tf ;i/x^f 
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27) 2- (3- (2- (5-**fi'-2- 
;i/-4-xf;j / ) x^y) 7xx;i/) ffiSi- ;i/x^f^> 

28) 2- (3- (2- (5 ->f-;U- 2 - (4-h'J7«'tn^f^7x-*) 

5 29) 2 - (3 - (2 - (5 -^^;i^-2 - (4-7^D7x-^) *WS 

30) 2- (3- (2- (5 2 - (4 -vTV 7x-^) **^»/- 
;u-4--f;i/) x^y) 7x-;i/) SK-^f^f;K 

31) 2- (3- (2- (5->f-;w-2- (3--ho-4-^f;i/7x-;i/) 
10 t*-9-V-;i/-4 -- f*') xh*v) 7i-;v) §fc$ • ^f-;i/x*f;K 

32) 2- (3- (2- (5-^-f;u-2- (4-^Vf^7x^;i/) **-fv* 
-)V-4-4 )v) xh#v) 7i-;u) ftK-^f-^x^f;K 

33) 2- (3- (2- (5 2 - (4--hn7xx^) 
;U-4-^;l/) x^y) 7x^jP) • > f-AM.*fA', 



15 


34) 5- 


(3- 


(tf7xXjl/-4 - 


-f ^ h4rv) 7xx;i/) 






35) 4- 


(3- 


(tf7xx;i/-4- 


-f/M h*v) 7i-f) 








36) 4 - 


(3- 


(2- (5-ptf-;w 


-2 -7x-WH > /- 


;i/-4 


->f;w) 




xh*v) 


7i: 


T9 










37) 6 - 


(3- 


(2- (5-^f-;u 


- 2 -7x-^t+t.V- 


4 




20 


xh*v) 


7x- 












38) 5- 


(3- 


(2- (5-^f-;i/ 


-2-7xiWW- 


;i/-4 






xh*v) 


7x- 












39) 6- 


(2- 


(2- (5-*f-;u 


- 2 -7xx^t+t/- 


;u- 4 






x^y) 


7jc- 


ji/) ^*^>», 








25 


40) 5- 


(2- 


(2- (5-^f-;u 


- 2-7xxH^fty- 


;u- 4 


-J)i<) 




i^y) 


7x- 


ju) 










41) 2 - 


(3- 


(2- 


-2-7x^;i/t^ftV- 


4 
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42) 5- (3- (3- (5-^;U-2-7i-;W**'f7*-;i'-4-''f 
7*D^y) 7x^;U) 

43) 2- (3- (2- (5-*-^- 2- (4-^f^7x-^) **-9-y*- 
5 ;u-4-^;i/) xf^v) 7x-;i/) 

44) 2- (3- (2- (5 - *?7l/ - 2 - ( 4 -xf^7 t+tV- 

45) 2- (3- (2- (5 2- (4-7'o^7x^l/) **^V* 
10 46) 2 - (3 - (2 - (5-*J-)l<-2- ( 4 --f V 7tt kf;W7 x^;i/) 

^y-;w-4->f;i/) xk-» 7^-;u) gfc$, 

47) 2- (3- (2- (5-*f7W- 2- (4- (2->Wn^) 7 x 
-;W) ****/-/U-4->fA') Xh^y) 7i-^) 

48) 2- (3- (2- (5 -^f-^- 2 - (4 - t - 7"f ^7x^;v) 
15 V-;i/-4-^;P) x^y) 7x-;i/) fjj®, 

49) 2- (3- (2- (5--*?7W-2- (4 h*v7x-;i/) 
-;U-4--f;u) x^y) 7x-^) 

50) 2- (3- (2- (5-*f-A"-2- (3, 4 -vM 1>* v7x-;p) * 
+^7*~;i/-4 ->f iRy) 7x-Ji/) gj=$, 

20 51) 2 - (3 - (5-^f^-2-7xx;H^ , /-;i/-4-'f )V) * 
v) 7x-;w) gf:& 

52) 2- (3- (2- (5-^fiV-2-7x-W/-^-4-^V) a. 
h*v) 7x-;i/) gf;& 

53) 2- (3- (3- (5-^f^-2-7xx;i/t+t7-^-4-^il/) 
25 7ntf*v) 7x-;u) gt=$, 

54) 2- (3- (2- (2-7xx^^t/-;V-4-'fM ^h*v) 7 
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55) 2- (3- (2- (5-^f-;W-2- (3-^OD-4-^f^7x_;i/) 

56) 2- (3- (2- (5-xf/l'-2-7x-W^y'-;P-4-'f^) 

5 57) 2 - (3 - (2 - (5-^f-;U-2- (4-W7X-;!/) 
;i/-4-^/i/) x^ + y) 7x-;u) 

58) 2- (3- (2- .(5 2*- (4-^on7x^) **-fry*- 
;U_ 4 _^ ;l/ ) x^y) 7x-;p) 

59) 2- (3- (2- (5-*f-;i/-2- (2-^Wx-^) ^^r^V- 
10 fr-A-sOV) x^y) 7i-)b) 

60) 2- (3- (2- (5 2 - (3->f)l'7xx;l/) *4MJ-V- 
fis-4-4)V) x^y) 7x-;u) BE®, 

61) 2- (3- (2- (5 ->f-;U- 2 - (4-f'j7^tn^f;i/7xxji/) 

15 62) 2 - (3 - (2 - (5 -^f-^- 2 - (4-7HD7xx;P) **-9-y* 
4 x^y) 7i-Jl/) 

63) 2- (3 - (2- (5 -*-^-2- ( 4 - v7 7 7 x ^) **-9-V- 
)V-4-4)\>) x^y) 7ix;i/) 

64) 2- (3- (2- (5-^f-^-2- (3--hn-4-^f^7xx;i/) 
20 ^^■9-V~;P-4 -^;W) x^y) 7xx;l/) g£$ % 

65) 2- (3- (2- (5 2- (4-^W7xx^) 
-fls-4-4)V) x^y) 7x-;U) ftK, 

66) 2- (3- (2- (5 - (4-xFD7xx^) ^^V- 
)V-4-4)V) xh + y) 7x-;U) ftK, 

25 67) 2 - (3 - (2 - ^-2-7xx;^W-JV-4->f ^) 

xf;l/ft) 7x-;i/) ^.^^l/xXriK 

68) 2- (3- (2- (5-^f;l'-2-7xx;l/t^t > /-^-4-^^) 
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7. 

5 1) 2- (3- (4- (4-^Wx;Jl/) f7'/-;l'-2-'f;M h*v) 

7xx;i/>-f ;i/^*) m-^f-^^f-^ 

2) 2- (3- (3- (Vf7.x-;l'-4->f;M h*v) 7xx;W) ^D^f 

3) 2- (3- (3- (4- (4-><^;U7ai-;U) f7/-^-2-^;M h 
10 7x^;u) ynn';vft) ^^f^f^ 

4) 2 - (3 - (If 7 x-^-4 Kv) 7i-)Mf^ft) f^i? • 

5) 2- (3- (2- (5-^f^-2-7x^;i/t+ty-;i'-4-^;v) x 

15 6) 2 - (3 - (3 - (2 - (5-^f;l/-2-7x-;l/tW-^-4--f 

7) 2 - (3 - (2 - (tf 7x-;U-4 xh + y) 7x-)Wf^ft) 
• ^^Xf)K 

8) 2- (4-^oo-3- (2- (5-^f-^-2-7acx;i/^-^-9-V-;U- 
20 4->fJl/) xh^v) 7i^;MfWt) Stt^mxfiK 

9) 2- (4 nn- 3 - (4- (4-^fil'7xx;i/) ^ Tv r_ ; p_ 2 -^ 

10) 2- (3- (If 7xx;i/-4 -^f;i/^ h + v) -4-^DD7xx;Mf 

25 11) 2- (3- ( (2 E) -3- (tf7xx;i/-4-^;i/) 7n^n;p^-apv) 
7xx;MWt) ^^;wx^r;i/, 

12) 2- (3- (3- (fcf7xx;i,-4->f;i0 yD^y) 7i-JMf)P 
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13) 2- (3- (kf7i-;i^-4-'f fr* h + y) fcf'J v*>- 5 

• ;<^;wx*r;K 

14) 2- (3- (4' -^Dt>e7x-^-4-fJMF^ry) 7ix;M 

15) 2- (3- (4- (If 'J *S>-4-4ll>) 7x-JM h + y) 7i-iM 

16) 2- (3- (4- v>-3 ->f >W 7xzWh^y) 7x^JM 

10 17) 2- (3- (4- (1, 3-i?**4)-'(>y>-5-4)l') 
*v) 7^-;upt^;u-^^) ftK • ^f^x^-f^K 

18) 2- (3- (4- (fcf'J z/>-2 -Jfr) 7x-;M^y) 7x-)M 

19) 2- (3- (4- (1, 3 ^r^-4->f;i/) 7x-;M h 
15 ^fy) 7x^jMf;i/ft) ftK'^fJl/X^fiW 

20) 2- (3- (2-7xifl/f7V"-^-4-'f;M h^fy) 7x^;Mf 

21) 2- (3- (2- (5->f"^-2 - (4->f^7x-;V) t+^V- 
;i/-4-^;l^) i^y) 7x^;MWt) Si->f^xxf;K 

20 22) 2- (3- (2- (2-7x-H7 , /-^-4->fJl/) x^v) 7x 

23) 2- (3- (2- (2-7x-;U**-9-V-->l'-4-'f;i') x^y) 7 
x^/M?-*?-*) ^f^xxf^K 

24) 2- (3- (2- (5-^^;U-2- (1, 3 - v**-*M 5 - 
25 -OP) ^-#^y-;U-4 ->f^) xh^rv) 7x^WWt) Sfe^ • ^ f- 

iPx^f^K 

25) 2 - (3- (5 - ^ f ^- 2 - 7xx^t^t/-^- 4 - ^f ;M h*v) 

233 



WO 99/46232 



PCT/JP99/01134 



26) 2- (3- (3- (5-^f^-2-7x-;^W-^-4-'f;i') 

27) 2- (3- (2- (5-^f-;W-2- (2-^f^7x-;V) 

28) 2- (3- (2- (5 -^;l'-2 - (3->f)l/7x-^) 
Jl^— 4 — f iU) xh*-» 7x-^^W*) gj=g • ^^WcXrJK 

29) 2- (3- (2- (5 -^^-2 - (4 h +v7i-;U) 
—ju-4-<fju) x^y) 7x^JMfW) ftgg • f^fA/, 

10 30) 2 - (3 - (2 - (5 -^f^-2-7x^;i/t+tV*-;i'-4-^;i') 

•X,h*i>) -5-?DD7x-WWt) ' ^A'X^tA', 

31) 2- (3- (2- (5->-f-^-2-7x-^**iJ-y-^-4->f>U) 
xh^y) -2-^f;i/7x-;MfW) ftK-^^^^r;K 

32) 2- (3- (2- (5-^f;V-2-7x-HHy-^-4 — f/U) 

15 - l -*f-;i/jc h^fy) 7x^^^wt) • ^f-zuxxT-jK 

33) 2- (3- (2- (5-^f^-2-7x-Wt , /-^-4-^V) 
7*n^y) 7x;)Mf)^t) ftfi^f^xw, 

34) 2- (3- (2- (5-^f;i'-2-7xxWi|fty-^-4-'fJl') 
xh + y) 7xx;i/^f;i/ft) • jc?-;i/.x.*-f;i^ 

20 35) 2 - (3 - (2 - (5->^;U-2- (4-xf;i/7x-;i/) t^-tV- 
;i/-4-^;i/) xKv) 7x^;Mf;i/ft) ^^f;vxxfjv, 

36) 2- (3- (2- (5-^f-;l/-2- (4-7ot:>7x^) 
-;U-4-^;iz) x^-» 7x-WWt) - ^ fjPx^f Jl', 

37) 2- (3- (2- (5 f-;U- 2 - ( 4 ->f V fu \£)Uy j.=.)\,) 

25 ■9-V-;w-4 x^-» 7x-;MfWt) ffcgfc • *f-;i/x*rA\ 

38) 2- (3- (2- (5->f^-2-7x-il/f7y-^-4-^^) x 
h*v) 7jc-;i/^;l/f-*) • 
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39) 2- (3- (2- (5 -^f-^- 2 - (4 -TW? jc-;U) **-9-y*- 

40) 2- (3- (2- (5 -xf^- 2 -7x-^tW-^-4 -4/1/) 
5 41) 2- (3- (2- (5-^^-2- (4-^>f^7x-;i/) t^tV 

-;u-4-^f;w) xk-» 7xx;Mf;vft) ftS^f^f*, 

42) 2- (3- (2- (5-;*-^-2-v?n/\*v;P**-tV-;w-4 - 
>f;W) xf#y) 7xx;MfHi) fti^f^f*, 

43) 2- (3- (2- (5-^f-^-2- (4- ( 2 - p< f-Jl/7*D tf;U) 7i 

il'XXfJK 

44) 2 - (3- (2- (5-^f-^-2- ( 4 - t x-;W) 
y-;u_4_^;u) xh^rv) 7x^;M f-*f-*) • * f-JUX^r/K 

45) 2- (3- (2- (5-^^-2- (4-V^A^y^7xx;i') * 
15 *-tV-;i>-4 -4 ;U) x^y) 7x-)MWt) SS^f^f 

46) 2- (3- (5-^f"^-2- (1, 3 --?**1M V/>-5 — f*) 
t^y-^-4-^iMF^ry) 7x-;Mf^ft) Hflfc • f-/wx* f- 

20 47) 2 - (3 - (5 -^f-^-2- (4->fy7 , n^7xx^) *4MJ" % /- 
)U-4 — Ol^h*v) 7xX)Mf)l/ft) ft® • ^f'A'X^TJK 

48) 2- (3- (2- (4->^;u-2-7i-;ut^-9-v*-^-5--f^) 
xh^fy) 7x-;Mf^ft) gfc® • ^f;i/x7f;K 

49) 2- (3- (2- (5 -^f"^- 2 - (3, 4-vM h+v7x^) * 
25 4f-9-V-Jl/-4 --f x^y) 7xx;Mf;l/ft) ^-^f^xXf 

50) 2- (3- (2 - (5-^f-^-2- (4 -^f;Hf^7i^>- 1 -- fJI/) 
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51) 2- (3- (2- (5-^-^-2- (tf'j5»-2-<f *) **^7- 

5 52) 2 - (3 - (2 - (5 -^f-^-2 - (f t7x>-2->f;V) **^V* 

53) 2- (3- (2- (5 2- (4-^W^7x-^) * 
-4*0 7x-;M Wt) • ^f-flo^f 

10 54) 2 - (3 - (2 - (5-^f-^-2-v^n^>f-;l/^^^V-;i/-4 - 
>f>U) x^y) 7xijMfW*) i|f-^W7fK 

55) 2- (3- (2- (5->^^-2-v^n7'ntr;w^^r^v*-;u-4 - 
>f/U) xhfy) 7x-JMf^ft) ^^^fiK 

56) 2- (3- (2- (5->f"^-2- (4- (1, 2, 3-^7vTV*- 
15 ;i/-4-^f;i/) 7x-;u) **-tJ-y-;i/- 4 - ^) xh*j/) 7i-Wf 

57) 2- (3- (2- (5 2- (4- (4-^^-1, 2, 3- 
f7y77'-^-5-^l/) 7 x-;U) 4 -4 *) xh^rv) 
7x-;Mf^ft) ft® • ^f-fl'J^T/K 

20 58) 2 - (3 - (2 - (5 2- (79 >- 2 ->f JU) >U 

59) 2- (3- (2- (5 2- ( V? 'J V > - 4 -4 fr) 
;U-4-^f;i/) x^y) 7x-;Mf;Pft) ^^f-^x7f)K 

60) 2- (3- (2- (5-^f*-2-7xxWW-*-4-'f ^) 
25 xF^y) 7xXWh^y) gfc$ • t-7f^f;K 

61) 2- (3- (2- (5-^^-2- (eVv>-3--f;U) **-f7- 
;U-4_>f;W) xh^rv) 7x-JMf^f*) gf=$ • ^ f-;l/X*-f;K 
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62) 2- (3 - (4- (4-^^7x-^) f77-^-2 --Y;^ h^y) 

63) 2- (3- (3- (fcT7x-;i/-4 — f b*v) 7i-^) 7*nfc:;p 
*-*) 

5 64) 2 - (3 - (3 - '(4- (4 -^?-;U7x^;U) f7V-JV- 2 -4 ;w ^ 

65) 2- (3- (\£7jl=-)1-4-^)V^ h^v) 7x^;MWt) ii, 

66) 2- (3- (2- (5-^-^-2 -7x-;vt^/-;i/-4 ->f/u) 

10 67) 2- (3- (3- (2- (5->f)l'-2-7x-;l/t^t/-;l'-4- 
>f;i/) x^y) 7x-;U) 7* O fc: ;U f- * ) ft®, 

68) 2- (3- (2- (e7x^-4-^;V) X^y) 7xXjMf)Vf- 
*) ft®. 

69) 2- (4 nn-3 - (2- ^-2-7x-;i/t^tV-Jl/ 
15 -4-^;U) if^y) 7x-)Mf^ft) ft®, 

70) 2- (4 nn-3 - (4- (4-^f^7x-Jl/) f-7 s /-;i/-2- 
-Y/i/.* h*v) 7x-;Mf;i/ft) ft®, 

71) 2- (3- (tf7x-;U-4 h*i/) - 4 -7DD7i-)M f" 

ft®> 

20 72) 2 - (3 - ( (2 E) -3- (tf7x-;i/- 4 --f >U) 7D^z;i/t^y) 
7x-;^f;^t) ft®, 

73) 2- (3- (3- (kT7x-;u-4 7o^y) 7i-)Mf^ 

ft®, 

74) 2- (3- df7x-;l/-4-fWh^y) f'Jy>-5-f JMf ;v 

25 **) ft®, 

75) 2- (3- (4* -7ot';Hf7x-;i'-4-^Mf^y) 7i-)M 
^;i^*) ft®, 
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76) 2- (3- (4- (tf'J -4 fr) 7x-;Mh^y) 7x^;M 

77) 2- (3- (4- (fc'V v>- 3 — A fr) 7x-)MF + y) 7x-)M 

5 78) 2 - (3 - (4 - ( 1 , 3 -v?**^ >^>-5 -A)V) 7x^)M h 
+y) 7 gfc$ % 

79) 2- (3- (4- 7x-;Mh+y) 7xxjm 

80) 2- (3- (4- (1, 3 -v*3MM >^>-4 ->f;iO 7x^)M h 
10 tv) 7i-JMfW) R;&, 

81) 2- (3- (2-7x-;i/f7V*-^-4->f;M h^ry) 7x-)Mf 

82) 2- (3- (2- (5-P<f-^-2- (4 -^^71-^) 

15 83) 2 - (3 - (2 - (2 - 7x-;l/f7V-;l/-4-'f;i') xl>+y) 7x 

84) 2- (3- (2- (2-7x-^tW-^-4-^^) x^^y) 7 

85) 2- (3- (2- (5->f-^-2- (1, 3 --7***9-4 > ?>- 5 - 

86) 2- (3- (5-^f^-2-7xx;i/t^rt/-;l/-4-'f;M b*v) 

7x^;Mwt) wm. 

87) 2- (3- (3- (5-^fiP-2-7xx;l/tHV-^-4-^l') 
7n***v) 7xx;Mf;Pft) 

25 88) 2 - (3 - (2 - (5 -^f-JU- 2 - (2 - tTfr? t^r^V- 
)V-A-J)V) x^y) 7xx;MWt) gfc$, 
89) 2- (3- (2- (5 2 - (3-^f;V7xz;i/) 
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90) 2- (3- (2- (5 2- (4-^Kv7x-^) 
-;l/-4 --f ;U) x^y) 7iXjMfHt) 

91) 2- (3- (2- (5-^f*-2-7xiWt , /-^-4->fA') 
5 xf+y) -5-^DD7xxWWt) Sfc&, 

92) 2 - (3- (2- (5-^f^-2-7x-fl/tW-^-4-'f JU) 
xh^v) -2->f^7xx;MWt) fiH& 

93) 2- (3- (2- (5->f^-2-7x-;i/tW-;i'-4-'f;l') 

10 94) 2 - (3 - (2 - (5 -^^-2-7i-^**-frV-;U-4->f;i') 
7'D'fty) 7xx;Mf^ft) 

95) 2- (3- (2- (5-^f)l'-2-7x-JUtW-^-4-'f^) 

96) 2- (3- (2- (5 ->f-/U- 2 - (4-xfjl/7x^) 
15 /1/-4--T/W) xb^rv) 7x-JMf)Vft) ft®?, 

97) 2- (3- (2- (5 -^f-ZU-2 - (4-7Dt>7xx^) 

98) 2- (3- (2- (5 2- (4->f 77*D^7x-^) * * 
•9-V-/1/-4 x^y) -7jl-)U* ^)V^t) WfiSl* 

20 99) 2 - (3 - (2 - (5 -^f;l'-2-7xX^f7 , /-;i/-4-^) x 
7x;;MfWt) ftK, 

100) 2- (3- (2- (5 2- (4-7 , f;i/7xXjl/) jj-^y- 
;i/-4-^/U) Xh^fy) 7xx;MWt) gfc$, 

101) 2- (3- (2- (5-ifJl'-2-7xx;i/t+t , /-;V-4-'f;i') 
25 xb^y) 7xx;MfWi) ftK, 

102) 2- (3- (2- (5 -^f-JU- 2 - (4-^7f;P7xx;v) **-9-y* 
-)V-A-^)^) x^y) 7x-/Wpff-;U^^-) gf=$, 
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103) 2- (3- (2- {5-/^)^-2 - y^n^y;i/t+t/-;i/-4 - 

104) 2- (3- (2- (5 f-^-2 - (4- (2-^fJ^nn» 7x 
-;u) t^r-9-y-;i/-4-^;u) i^y) 7x-;Mf^ft) 

5 105) 2- (3- (2- (5 2- (4-t-W7i-^) **-9" 
V-;i/-4 f*) x^y) 7i-;^Wt) SfegL 

106) 2- (3- (2- (5-^f-;V-2- (4->^OA^y^7x-^) * 
4M?-»/-/U- 4 -4*) x^y) 7zx;MfjVfi) gj=$ x 

107) 2- (3- (5-*?7l/-2- (1, 3-yt^^>7>-5-fJV) 
10 **«9- 4 -4 /M 7xX)MWt) Bfc$, 

108) 2- (3- (5 -^f-/U- 2 - (4-'fvyo^l/7xXjl/) jj-^y- 
^-4 — f JU* h*v) 7 jc-;i/>f7l/-^*) gfc$ x 

109) 2- (3- (2- (4-^f;l/-2-7xx;i,tn , /-^-5-^;V) 
xh + y) 7xxjp^fjpft) 

15 110) 2- (3- (2- {S-**fr-2- (3, 4-v^ F + y7xx;>) * 
W-;l/-4-'f;i') xh^rv) 7xx;Mf^f*) ftR, 

111) 2 - (3 - (2 - (5 2 - (4->f;i'^7yy - 1 --f ;w) 
^-^•9-7*- ;w- 4 ->OU) x^y) 7xx;MWt) 

112) 2- (3- (2- (5-^f7W-2- (f'Jy>-2-'f;i/) **^7*- 
20 ;W-4-^f;W) X^y) 7xXJMf)Pft) |j=g^ 

113) 2- (3- (2- (5-*f-*-2- (f*7x^-2->f JU) ^^^T* 

jl,) x^y) 7xx;MfjVft) ftK. 

114) 2- (3- (2- (5-^f-;U-2- (4-^W57 7xXjl/) * 
*-9*»/-/U-4--f^) x^y) 7xx;Mf;i/ft) ft®, 

25 115) 2- (3- (2- (5-^^;i/-2-v^n^>f-;ut^r-9-7-;u-4 - 
>f;i/) xRy) 7xx;MfWt) R-K, 

116) 2- (3- (2- (5-^fJl'-2-y^D7'nt , ;i/t^7-;l'-4- 
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117) 2- (3- (2- (5 -**JU-2- (4- (1, 2, 3-f-TvTV*- 
;l/-4--f;U) 7x-;U) **^y*-;l/-4-^;i/) x^y) 7i-Wf 

hm& 

5 118) 2- (3- (2- (5 2 - (4- (4-^f-^-l, 2, 3- 
7x-;MfJkft) gj;& 

119) 2- (3- (2- (5-^f-^-2- (77^-2-^^) **-9-V-;i<< 
-4-^;l/) x^^y) 7xx;MWt) 8fc&, 
10 120) 2 - (3 - (2- (5->f-;u-2 - (fcf'J v>-4->Ol') 

121) 2- (3- (2- (5-^f^-2-7x-^^y-;i/-4->f ;i/) 

7xxjM^y) g£®, 

122) 2- (3- (2- (5-^^-2- (tf V 3 ->f *) 
15 /u-4->f;u) x^y) y x.=.)V*+)V*t) ftR, 

123) 2- (3- (2- (5 -^f-;i/-2 - 7ximt'/-V-4 — fAO 
x^y) 7ix^>f;i/ft) -2->f)l'7n;0|?.xf;m7;i/ > 

124) 2- (3- (2- (5->f^-2-7xx^#tV*-il'-4-'f;l') 
xh^rv) 7xx;Mf;i/ft) - 2 f*7"n;^i 

20 125) 2 - (3 - (2 - (5 -^f-^-2- (l, l-V**-** > 

4 fr) xh^y) 7xX)MRy) gfc$ • t - 7* 

126) 2- (3- (2- (5-^f"^-2 - (l, Z- S J***M >r>-5- 
4^) ^^-9-V-;U-4-^^) i^y) 7x-)MKy) gfc$, Sfcfc 

8 . 
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1) 6- (3- (4- f7/-Jl'-2-'f;Mh*y) 

2) 4- (3- (4- (4-^f^7x-;i/) fT7-;l/-2-'f;Mh + y) 

7x-ji/) 7** • ;<?-;i/x*t;k 

5 3) 6- (2- (4- (4-^f^7x-Jl/) f 7^-2-^;^ h*v) 
7xx;i/) ^*-9->gt • ^f^f;K 

4) 2- (5- (e7x-^-4-^;^ h*v) - 2 FD7x-)Mf^ 

5) 2- (3- (H*7x-;U-4 h^rv) -4--hD7x-^f^ 
10 f*) ^^f^xXf;K 

6) 2- (3- (2- (5 f"^- 2 - (4 - Hi 7;i/*D*-?-;l/7xx;W) 

7) 2- (3- (2- (5 2- (4-7WD7x-^) t^t^Z- 
15 )V-4-j)V) xh*-» 7x-;^Wt) H^WztJK 

8) 2- (3- (2- (5-^^-2- (4-^od7x-;v) ^^V-^ 

9) 2- (3- (2- (5-^f^-2-7xx;i/t+t7'-^-4-^V) x 
h^rv) 7i-*) - 2 -^f;i/7'o;-f^ • ^f^x^f^K 

20 10) 2- (3- (2- (5 2 - (4--m7x-^) * - 

;l/-4-^;i/) oih^v) 7 x-;U^ f-JUf-*) • J* f^i^f 

11) 2- (1- (3- (2- (5-^f/l'-2-7xiWt , /-^-4- 
>f;i/) xf^y) 7x-;i/) xf-A/f-*) S|.^f;i/xxfJK 

12) 2- (3- (2- ( 5 - F 'J7 n ^ f 2 - 7 xx j^^tV- ^ 
25 -4-4)V) xh^rv) 7x-)MW*) Bfc$ • > f-^x^r ;K 

13) 2- (3- (2- (5 2- (2, 2-77^n-l, 3 - v 
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14) 2- (3- (2- (5-*f-A'-2- (2, 3, 5, 6-t1>77Wd 
- 4 - ^fiV7i-)i') jf^y-A— 4 ->f AO xh+y) 7i-;Mf^ 

5 15) 2 - (3 - (2 - (5-^^-2 - (3-^nn-4->f ;Wxx;v) 
tW^-fr- 4 -- f AO i^v) 7x-^>Wt) SfcS£ • ^f-A/x.* 
■r a^ 

16) 2- (3- (2- (5 ->?-A/-2 - (4-h'J7Wn>h#y7x- 
A') *^r«9-y-A'-4->f A') X^y) 7x^;^Wt) ft&->f-A> 

10 x^fJK 

17) 2- (3- (2- (5 -^f-;U- 2 - (3, 4, 5 — HJ ;* Ky7i^ 
AO A>- 4 -4 AO ih*^) 7x^JMWt) ftK-^f'A' 
x^f^K 

18) 2- (3- (2- (5 2 - (4-^Wt7xx;l/) 

15 »/->u-4->f AO xk-» 7xxwf;i/f*) Rji^f^x^, 

19) 2- (3- (2- (5->^A>-2- ( 3 b n - 4 - ^ f-A/7 *-A0 
^4r-9-V-A— 4-4 AO x^-» 7i-)MfWt) g^Sl^f^xx 

20) 2- (3- (2- (5-^A>-2- (1, 3 -V**4M - 
20 4A>) 4 ->f AO x^y) 7x-A0 • > f^x^f A/, 

21) 2- (3- (2- (5 2- (3, 4, 5-F'jn*v7xx 
AO ^4"9"V-;i/-4 -4 AO x^y) 7x-^) fti->f^f^ 

22) 2- (3- (2- (5->f-A--2- (4 - h V 7Wo^Ry7ix 
AO **^/-A/-4--fA0 xf^fy) 7x^) ftB^f^f^ 

25 23) 2- (3- (2- (5-*?- A-- 2- (2, 2-y7Wn-l, 3-v 

**-t>f -4 ao **-9-v*-a/-4 ->tao xb*->) 7x-jh 

243 



WO 99/46232 



PCT/JP99/0U34 



24) 2- (3- (2- (5 ->f-;U-2 - (4- MJ7;^o^f^f t7x 

25) 2- (3- (2- (5 -^f-^-2 - (4-'/7;7x-M 

26) 2- (3- (2- (5 2 - (4->?DA^fy^7i-;P) * 

27) 2- (3- (2- (5 -^f-^-2 - (4-v^W5;7x-;i/) * 
*^y~-;i/-4 — f;iO x^v) 7x-^) 6fc$ • j*?-;i/.x*f-A\ 

10 28) 2 - (3 - (2 - (5 ->-^^-2- (ft7i >- 2 -4 )V) 

29) 2- (3- (2- (5-^^;l/-2- (77 >- 2 -4JU) 

30) 2- (3- (2- (5 2 - (tf'J v>-2--f;u) **-9-:/- 
15 ;i/-4-^f;u) xfifv) 7x-^) Si^f^fJK 

31) 2- (3- (2- (5-^A--2- (4-^f-^-l, 2, 3-f7v 

ry-;u-5--f;u) jJ-*tfV-/i'- 4 ->f ;iO x^-» 7xx^) 

32) 2- (3- (2- (5-^f-;W-2- (2, 3, 5, 6-f h77J^a 
20 -4-^f^7xx;i/) tW-;v-4--f^) x(>4y) 7i^;iOBfci£- 

33) 2- (3- (2- (5-^f-;i/-2 -v^n^+v;l/^4r-9-V-;w-4 - 
-OU) x^i/) 7xx;v) Sl->f^f^ 

34) 2- (3- (2- (5-^*^-2-v?n^>^;u**-9-y*-;w-4 - 
25 >f/U) x^y) 7x-;u) gfcgg • ^ f;l/xzf^, 

35) 2- (3- (2- (5-^f-^-2- (H' V v >- 3 -4 **^7*- 
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36) 2- (3- (2- (5 f-;U- 2 - (tf V y> - 4 -- f ;U) 
;l/_4->f;l/) xh^rv) 7xx;t/) IfeBfe • * f-/UX*fJl/, 

37) 2- (3- (2- (5-^f-;U-2 - (4 ->?7H^7^>- 1 -4*) 

5 38) 2 - (3 - (2 - (5-^^;U-2 - (4-^fJPf^7x^) 

V-ju-4-^;i/) 7i-ji/) BfcK • ^f)H^f;w 

39) 2- (3- (2- ( 5 - ^ f iV - 2 -y ^ n yo t';Vt^f tV-^ - 4 - 

40) 2- (3- (2- (5-^f-;U-2- (+yj>-2->f*) ^^V- 

10 )\>-4-4)\s) x^y) 7i-iv) • ^;i/x*-r;K 

41) 6- (3 - (4- (4-><f;V7xx;i/) f7 , /-;i'-2-'f;M h*v) 
7xx;i/) /\^^>K, 

42) 4- (3- (4- ^ 7 >/_;!,_ 2 — f ;u^< h*v) 

7x- ju) 

15 43) 6- (2 - (4 - (4 -^f^7xx;v) f. 7 >/_ ;V/ _ 2 h*y) 
7x-^) ^4r'^>R, 

44) 2- (5- (lf7x-Jl'-4 -4A>* h*y) - 2 -- F07x^)Mf 

45) 2- (3- d£7x-/U-4 -<f*> h*v) -4--hD7xx;^f 

20 

46) 2- (3- (2- (5 -^f-^-2 - (4-h'J7^n>f^7a^) 
*3M?"V-;l'-4 X^y) 7xz;MWt) gfc&> 

47) 2- (3- (2- (5-*f7U-2- (4-7i^D7xZji/) 
-JU-4 ->f /U) xh^y) 7x^JMf^f-t) ft®, 

25 48) 2 - (3 - (2 - (5-^-^-2- ( 4 - ? n n 7 xx;u) jj-^-g-y- 
;u-4-4;i') x^y) 7xx;Mf^ft) gj=® % 

49) 2- (3- (2- (5->f^-2-7x-;^^tV-;l'-4 --f ;u) 
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50) 2- (3- (2- (5 2 - (4 b D7i-^) **^V*- 
;l/ _4_^ ;1/ ) x>^» 7x-;MWt) 

51) 2- (1- (3- (2- (5-^fJV-2-7x-;i/t^ty-;i/-4- 

52) 2- (3- (2- (5 - h } ) 7;w*o>?-;i/-2 -7x-^^t l /-;i/ 

53) 2- (3- (2- (5 - (2, 2-y'7^a-l, 3-v 

**y-<i >y>-5-^)^) ***rV'-)v-A x^y) 7x-jm 
io fm. 

54) 2- (3- (2- (5 -^f-^- 2 - (2, 3, 5, 6-f l<77Jl/to 
-4-^f^7x-^ xh^rv) 7x-;Mf^ 

**) BHt 

55) 2- (3- (2- (5-^f-/U- 2- (3-^UD-4-^f JV7x-^) 
15 **-9-»/-^-4--f A/) ih^fv) 7x-iMf^ft) fttt* 

56) 2- (3- (2- (5-^f"^-2- (4 - h V 7**n> h **>7x - 

57) 2- (3- (2- (5-^f-;U-2- (3, 4, 5-F'J> h*'>7x- 
;W) ^^•9-V-;U-4-^;W) x^y) 7xx;MWt) Bj=K, 

20 58) 2 - (3 - (2 - (5 -^;U- 2- (4-^Wt7xxjV) 
V-;U-4--f;i/) xh^rv) 7xx^fW) ft& 

59) 2- (3- (2- (5 -^f-^- 2 - (3 h n-4 -^f)l'7xXJV) 

4 X^y) 7xXJMWt) 

60) 2- (3- (2- (5-***- 2- (1, 3-v^-+-9--f >^>-5 - 
25 >f;u) t^rty-^-4-^;v) x^y) 7x-;i/) mk. 

61) 2- (3- (2- (5-^7-^-2- (3, 4, 5-h'Jn+y7xx 
*** % S-fr-4-4 )V) x^y) 7xx)l/) 
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62) 2- (3- (2- {S-tJ-fr- 2 - (4-MJ7^n^h#y7x- 

63) 2- (3- (2- (5 2- (2, 2-y7Wo-l, 3-v 

5 

64) 2- (3- (2- (5-^^-2- (4- h V ? frtu j^-frj-fy x 

65) 2- (3- (2- (5 ->f-^-2 - (4->r;7x^) **"9-V*- 
10 66) 2 - (3 - (2 - (5 -^f-A/-2- (4-^n^«>*7i^) * 

67) 2- (3- (2- (5 2 - (4-v7W^7jx^) * 
Wf-fr-i-4t,) X^y) 7x-^) ftK, 

68) 2- (3- (2- (5 2- (ft7x > - 2 ->f *) *^t7 
15 -;U-4 ->f ;U) x^y) 7x-;i/) ftjk 

69) 2- (3- (2- (5-^f-^-2- (7 7 >- 2 -4 )V) 
-4-4)1,) Xh^rv) 7x-;u) 

70) 2- (3- (2- (5-^^-2- (tf>; v>-2--f *) *4MfV- 
^U— 4 — f ^) x^y) 7x-^) B-gfc, 

20 71) 2 - (3 - (2 - (5 - ( 4 f^- 1 , 2, 3-f7y 

7v*-;u-5--f;w) 4 -4*) x(.+y) 7x-;w) ftK, 

72) 2- (3- (2- (5 f-fl'- 2 - (2, 3, 5, 6-fh77Hn 

-4-^^71-*) ^^^V-;U-4 ->f/U) X^y) 7xXjl/) gjjg^ 

73) 2- (3- (2- (5-^^;V-2-v^D/\^v/;ut^-9-V-;U-4 - 
25 x^y) 7ix*) ftB, 

74) 2- (3- (2- (5 -^f-;U-2 -v^D^^f-;U^-^-9-y*-;i/-4 - 
-f*) X^y) 7i-^) RBt. 
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75) 2- (3- (2- (5 -^f-^-2 - (tf'J V>- 3 -A )V) ***ry- 

IV- a-Jjv) xh*v) 7i-)l/) 

76) 2- (3- (2- (5-^f->-2- (k'Vv>-4-^) **^/- 

5 77) 2 - (3 - (2 - (5 2 - (4 -*<f-fr\£.<*y*Jy- 1 ->f;u) 

f7V-^-4-'f;i') xh^y) 7x^;i/) ft®, 

78) 2- (3- (2- (5 -^f-JU- 2 - (4 -*Wf"k-7 x-;W) 

V- ;U-4--f;l^) xKy) 7i-)P) ftK. 

79) 2- (3- (2- (5-^f^-2-y^07*ne^t^tV-^-4- 
10 4;U) x)«+y) 7i-^) ftifc, 

80) 2- (3- (2- (5 -^^-2- (^y'J>-2-^;U) t^r^V- 
;i/-4--f;u) 7x-;i/) ftK, 

81) 5- (3- (2- (5-^f;i'-2-7x-^W-^-4-'f;l/) 
xh^y) 7xxfl/) -2, 4-f7V'Jy>vt>, 

15 82) 2 - (3 - (2 - (5 -^f"^-2- (3-h 'J7;^n^ ^->7i- 

/u) t^y*-;w-4-^ x^-» 7x-^) gfcgi . ^f^xxf^K 

83) 2- (3- (2- (5-^-^-2 - (2-h'j7;v^D^ ^y7xx 
;u) *3Mfv*-;i/-4 ->f x^y) 7x-;i/) SSJ^f^xxfiK 

84) 2- (3- (2- (4-^f;i'-2-7x-A/tW-;l'-5 — fflO 
20 xF^y) 7xx;v) ^^^x^fJK 

85) 2- (3- (2- (5 -^f-;l/- 2 - (3 - h V 7;i/*n* h*v7 x- 

flO Hr**yv-)\<-A-'i ;u) x^y) 7x^;u) §f=$ % 

86) 2- (3- (2- (5-^^;W-2- (2-h'j7;^0> b*v7x- 

/u) **-9-y-;i/-4-'Oi') xh*-» 7zx^) 

25 87) 2 - (3 - (2 - (4 ->f^-2-7xx;vtW-^-5-^^) 
xh*v) 7xx;U) ft®, *fctt**l?>0*#tt«[, £fctt**l<b<&*Jfn» 
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mm 

Sequence Listing 
<110> 0N0 Pharmaceutical Co.. Ltd. 

<120> Carboxylic acid derivatives and medicines containing the same as the active 
ingredient 

<130> 0NF-2923PCT 

<150> JP 10-058444 
<151> 1998-03-10 
<150> JP 10-087560 
<151> 1998-03-31 

<160> 3 

<210> 1 
<211> 85 
<212> DNA 

<213> Artificial sequence 
<220> 

<223> Enhancer sequence including 4 times repeated Gal4 protein response 
sequences 

<400> 1 

tcgacggagt actgtcctcc gcgacggagt actgtcctcc gcgacggagt actgtcctcc 60 
gcgacggagt actgtcctcc gagct 85 

<210> 2 
<211> 9 
<212> PRT 
<213> Unknown 
<220> 

<223> Nuclear localization signal derived from SV-40 T-antigen 
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<400> 2 

Ala Pro Lys Lys Lys Arg Lys Val Gly 
1 5 

<210> 3 
<211> 9 
<212> PRT 

<213> Influenza virus 
<220> 

<223> hemagglutinin epitope 
<400> 3 

Tyr Pro Tyr Asp Val Pro Asp Tyr Ala 
1 5 
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